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R^R^feitJfR 20 ^ ^-etX&itl/T, (1)7^^^ (2)Cl-8T^dp 
(3)C2~8 7^-M, (4)C 2~8T;i/^r-;i/^ *feli(5)Cyc 
# lfc^frU 

R 17 , R^fcitf R 19 «U *n?tim±LLT. (1)C1~87MM, (2) C 2 
~ 8 7/1/$*—/!/** (3)C 2~8T;i/dr— ^/S, *fcii(4)Cy c 1 &ifcU 

. cyci&c3~io fett-a^ma* satjR^^ <t 
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T^M^&jg^StlS 1 ~ 5M<Z)/vrnJ)§^£-g-tf 3-7 RagM^^um* 

P> q> rfcJ;tFs&, «etl^tl3fi55tL/T, 0 * fctt 1 ~ 5 U 
P, q> rfeJ:tJfsAi«2~5S:**)*r»^ ^©^tSR 1 , R 2 % R 3 fc 
it;R 4 li^MI-t'%M4oTt)i:<, 
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R 5 fci\ (DTMtM^s (2)Cl~8 7^i, (3)C 2 — 8 TJltT— £fc 
tt(4)C2~8 7M-M^t)f 0 ] 

[0 0 0 1] 

( 1 ) ( I ) 

• [ffc2] 




(2) ^;Jie>©iat2f&> fej:^ 

(3) -etl6)S:^^^LT^Wr5^J{CWt- § 0 

[0 0 0 2] 

« 

mmm& e> ^ # y 3 &c «fc y x-f 7 >f h\ jfli/h«»tt-fbH-T- 

(Platelet activating factor; P A F) & if &flg®;* 5 s x- # 

[0 0 0 3] 

-iK (A) 
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[ft 3] 




# ir z> v y e> s *itttt&&&*t tix^u mis w test * & 2/ 

-LPAt'feS. 

[0 0 0 4] 

^LP A&mfo* ALT 51^^, »^rKHEWS*lTgTVV.&. 3S©LPA 
jg^fc&EDG (Endothelial differentiation gene) -2, 4, 7iH^l^4xT 
fey. I*?* >=I2/2/- 1 U >!S*#fflEDG - 1, 3, 5, 6, 8fcB*ftK: 
EDGS§ft7T5 y -<Z>— 3P£7£j&LTV%£ 0 EDG-2ttLPA 1, 

VZG (Ventricular zone gene) - 1 £ %B3H£*lT V>£ (Mol Pharmacol., 200 
0 Dec, 58(6) , 1188-96) . L PA^ftiiLP AilMl, PH^g^C* 9 
'J >ybfeG^>^^^S:^bTlimaWlCJ/^^S:^S. L P A^gflsKlM 
^b#5G^>;^li:bT«Gs > Gi, G q & £> tit $3 U •» im^ft 

£>JC, G#>/<*K©T«fcK:fcMAP-**- 1?3R#3*l»UTfcy, LPAfg 

&£3£f £ d £ o T § fc„ 

[0 0 0 5] 

LPASi*t7*af>f ^±^<3DjK«gffllC^bTV>S^, -fr^-f^ 
[0 0 0 6] 

4 tf$3E# 2 0 0 3 -3 
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Vm^(Dm^M^Efi^hnX^^> (J. Pharm. Pharmacol., 1991, 43, 
774, J. Pharm. Pharmacol., 1982, 34, 514) „ S^#fF<^^W002/62389 

#{c«, lpa^edg-2 *ft^xmMv>mfc\zm^ & wwrnm-ztoTis »; 
, mmmmmm cmM## ; pct/jpo2/o7213#> ic». lpa^io^ 
^&#JMt-&©#mi££*vrfc»;, $e>ic B*mm&m (#02002-185542-^ 
) Kit. m&mmizm&-?2>w&mm2tiT^& a 

[0 0 0 7] 

fcffiMM&mMU Cellular Physiol., 1998 174 , 261). WMmmm<Z>mm*fL 
d£&£##ie>*l,TV^ (J. Urol., 2000, 163, 1027) „ 
ffiMM&KKbLP Ai$nM¥-mMMm (Am. J. Physiol. Lung Cell 
Mol. Physiol., 2002, 282(1), L91) „ i|§jft^$9fl§ (Mol. Cell Biol., 1998, 1 
8(12), 7119) , *Vy*rV2±fflM (Clin. Science, 1999, 96, 431) , ffF$fflfl& 
, JfF^-r- W hMM (Biochem.Biophys.Res.Commun. , 1998 , 248 , 436) , jfil^ 
(Am. J. Physiol., 1994, 267(Cell Physiol. 36), C204) , iftt^ft 
feBM (Am. J. Physiol. Cell Physiol., 2000, 278(3), C612) , PVTlttW 
*/aVym& (Proc. Natl. Acad. Sci., USA, 1999, 96, 5233) , BtiiMM (J 
.CI in. Invest., 1998, 101, 1431) & £?*|S* &<lffJte*f JBICR^"* Z> Z. & tl 

A#W#f" SZlt^^lI^nTVNS (Biochem Biophys Res Commun., 1993, 15519 

3(2), 497) . *<Dmtzi*LPA<Dft&mm<z>mm' w hxjy&mMWttm 

(J.Imuunol., 1999, 162, 2049) „ Sk/b^M^f^M (Biochem. Biophys. Res. Com 
mun., 1981, 99, 391) tfMbftX ^S, $ L P A^#CD — Ot$>S E 

DG-2©; vtrv h*Wx<DM%rfrb. edg- 2teM<Dm&£.mMirz>z. 

t^oTV\S (Proc. Natl. Acad. Sci., USA, 2000, 97, 13384) „ 
[0 0 0 8] 

m^^mm, i&m&mB* mmmmm, tfti^Mtic 
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[0 0 0 9] 

-Fl/-:*f- (Shy-Drager) j£ % MM** fg 
[0 0 10] 

as, jure, ir& £«& mmmmmm. 

s, mis& -y-^fcigiag, f«:£js§s^ wins, ftjt*s. #^1®, pws;. jbibmb 

[0 0 11] 

fcStttgM&fcLTtt, Mill M^Jfe^fT^&#^e>^m (M^-H 
, M**ttllNIE& Jfe«?3itt*l*l* |fe#J&#IR*l#Sfce, (A 
-feF*#l«:£tf) > *7n-«ffi«», &tf#ffiL,fcS!£) > KIMS 

[0 0 12] 

a##fcRMW:«fc*^»Plf tt, */x-^t/> (Sjogren) 
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tttt&JftiiLTtt, Mill 4gf£»g&, BBii> f&£a&JK*&> 1& 

[0 0 13] 
[ft 4] 



R Lts it, mmmzmhT*>&i<\ rjv^^m. t'j-m, g&ta&ts 
, t^^i^^s, ry-^^t/S, ru-^fti, * 

R 2 %> -g«ISS:^bT%J:V>, TJU*fr& TA"¥ 

R 4B te, (a) «3«&«:^bT ! bJ:V\, 7ii;i;S, 7'J-M> fcSV^flBR 

X B «m^M^&SV%l«^M^Sr^t>-ro fit, R 3B fcR 4B H **i 6 
bTV^*«*iK^fc— »JCftoT 5-1 0MS«l3§S:7£j£bT%<fc<, R 
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[#Sf *it& 2 ] 

^5^4-2 3 5 1 4 9#&fg 
[0 0 15] 

[0 0 16] 

y#5tf«fcfc^«&l^**%©*e*S. 
[0 0 17] 

[f§BJ<z>n8^] 
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o 

(R 1 ) p -0-G^N- K 




(I) 



M-COOR 5 



R 1 , R 2 , R 3 fcJ:tfR 4 tt, -etl^tiafcSCbT, 
1 ) Cl~8 Tfr*JU& 

2) c2~8r;^-;i/S, 

3) 

4) /\utfym^ 

5) hUAn^fM, 

6) -hnl, 

7) >>7;i, 

8 ) C y c 1 & 

9) -OR 6 , 
1 0) 
1 1) 
1 2) 
1 3) 
14) 
1 5) 
1 6) 
1 7) 

1 8) -COOR 20 , $.felZ 
19) -OR 6 , -SR 7 , -NR 8 R 9 tfe«Cycliaoti 
8 7^^S^U 



S R 7 , 

NR 8 R 9 , 

CONR 10 R n , 

NR 12 COR 13 , 

S 0 2 NR 14 R 15 , 

NR 16 S0 2 R 17 , 

SO,R 18 , 



-COR 
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R 6 te, (1)*JWK-?, (2)C 1-8 7/1/^/1/36, (3) C 2 ~ 8 7/l/^/l/«, (4) 
C2~8m-M, (5)Cycl, * k&(6) 1 — 3 ffi(D/\ D^IWCJ: o 
•C«tft3*lfe**/l/3£&«*>U 

R 7 ~R 16 fcJ:tfR 20 fcj:, ■etl-€ ? tlMStbT, (l)#5*lft-?, (2)C1-8 7M 
/!/«> (3) C 2~.8 7/t/^/l/g, (4)C2~8m-M> *fc&(5)Cyc 
1 fe^tfrU 

R 17 R 18 fc<fctfR 19 te. ^n^ftm&LX* (l)Cl~8 7;^;i/I, (2)C2 
~ 8 7/l/^/I/S, (3)C2~8 7;^-M, *fcli(4)CycUifcU 
Cy c 1 ttC3~l 0(0#l*fett-i*ftill4fett»3llW, fi*«^feJ: 

G, Kfej:«!Mlt ^£*l^*l$l3£L"r, (l)#«rfr, (2)C 1~87MV>1> 
(3)C2~87^-l/>i, *fcli(4)C 2~87M-l/>i^fcU 

$tA, *B£J:tf:8|tDtt, •eft-?*b$ftftbT« C3~10M, 
m^^nm^^ti 3- 1 OMCfiSfeli-^AfDi&ifcl, 

fEtt c3~7©wim asfcttgatir?, saunas 

P, q. rfeitfsA^-S^fcti^ StlO^tSR 1 , R 2 , R 3 £ 
«k R%# * fif-Tf o T %> «fc < , 

R 5 te> (DtK^M^ (2)Cl~87;i/^H> (3)C2~8 7^-^i, * 
«(4)C2~8 7M-;H&it)t. ] 

Testis */i/sK>iWB«flK*fett-e*i&©*#tt«. 
(2) -enfecDSBt^iS, 
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(3) *tib&mi$i&&z.\sT&mir&mfflKW't&o 

[0 0 18] 

sof-iv* /\^;k ^^i/Sfc^tf^ti&coM'ffiftT'&So 

C2~8W-Mi:H -l^^i~4i <8F&L<tel 
~2i) f J^C 2~8T;i/^l^>^$:Si* > rSo t?x;K 

^t 1 — ^>-r-x ;k ^izx;i/, A^f- m ^^x^, y# 

xx;k ^>#S?xx;k ^\dp-9-^xr.;K A^^^xiji/, ;fr*#^xx;K 
/\^r-9- b y xx;k a^I^iJi-^ art* h y xx^gfe J;tf -ftbcDJI'ft 

[0 0 19] 

C2~8 7M-Mtit =1^1-41 (0£b<&l 

ntfx;K ^x;k /*>^x;w /\^$/x;k /\^x;k ^-^^x;k z?% 
SMx;k /<>#^>fx;K /s^tM x;w /\:7#*;>fx/K t^^i?>f^ 
, ^\^ri?-b U-fx;w h'J-f-^, b V4 -Jim&£Z$Z.ft<D<Dm 

[0 0 2 0] 

[0021] 

y)\s*u*?-)w ^nn^f^> ^n^^f^ a-K*^;i/S, 
a*^;w i?^Dn^fji/, ^^n^^^;!/, *?a~F*^;i^ h'J7MP 

So 

[0022] 

1.1 ffifE#2 0 0 3 -3 0 




#2 002-291137 



, rh^tT-i/y. *y***uy % s\*v**uy. *k-7#**'i/>* 
;* f- u ym& J: tf* ti b <oMffi#r* & 5 . 

[0 0 2 3] 

1~2<@) mhT*)£^C 2~8T;\s>r-Vym*:Mifcl'. ftftfi^Cfcfcx^-xv 
/\3rizx Adfti;i-i/x /\^^— L/>, *\rf* Vzi—isy, * 
# hyxxi/>«;i3£rj^ft&©iM£#^&*. 

[0 0 2 4] 

l~2i) ^bT%<i:V%C 2 — 8T;^^-l/>SS:St*b, M65lCttxf-U 

>, ^ntr-w, ^f-vx /o#smx 
* # h u >f - 1/ ym& j: rjf-en e> <z>ii'ffifltT*& -5 . 

[0 0 2 5] 

^jms^icfev^ C3~l 0CD#^*fcli— *5&jBXfltlctt, C3-10 

ifi-gtLti&o MUtt. */9u7uAy y i/Vuzf*y, i/2w<y*y, i/tu 
s\*-v-y, i/Vw\-?*y, i/vu*9 %y. v^xu±y. i/twrJjy. */ 
vu^yry, i/t? n^^y. f^n^zfry. i/tna#9^y, ^/vu^y 
#*?x>\ %/9w\3rW3Ly, i/irn<\79V3Ly. i/trutf? **?^y. * 
yMy. s<y$uy, ^-tKn^^ux rxvy, ;i-tKn7Xi/>, 

[0 0 2 6] 

12 miE#2 0 0 3 - 3 0 2 7 7 2 C 
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fts i~5<@©'\^ai§H £ -&-^t? 3~i om©#^££&±— at^v^natjctt, 
^&-£to3~i o*©#«*fett— a^fifd/s-f-nai, *©-to*fctt£*# 

[0 0 2 7] 

to, 3~i oMco-P^tfeli^^^^^n^iibTtt, MiU*, fcfn-;i/ 
, -r ^ h'J7^-;k fh7^-;K t^^-;K try^>, tr^s? 
>, tfy^s;>, tfy^^>, rifi^>, ^r-^tf>, t?^>, tf^iz 

^t^-;k >fy^ry-;K 7^if>, yt*?vt?'yi/-ju+ **-v-*jy. 

yvyvy, ?-ywy. rypywy, -fv-f>F-^, >r> 

^u>> y#?*?y* -f^vpy. -ry^-vpy. *j*rWy, 
y>, i/yjvy. *<yi/**W-jv. s<yy*?-y\/-ji. *<y)Sj $ 

[0 0 2 8] 

«4ibTtt, Miil y&wy. tfn y trny$?>, >rs# 

!/y>, -f^#vy^>, bvrt/vy* bvyi/v&>* ^ h^/u >, 
^!/u^>, tr^ % /u>, tr^^/u^>, i;t: Kntry ^h^tiKntru 

t:FntfU^^>, "rb^\i Katry ^ A-fcKnt?'M^x Ka 
t;y*f$?>, b^M Kntf y a- t: Kn try s?bKarft: 

1 3 ffi§E# 2 0 0 3 -3 0 
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n Kn^yi£tf>> A-t: Fn^Tiftf>> **?i/9y. -X**e.%y. V\l Fn 

^-^•fetr>, fh5tKn^tb?>, A-t; Fn^iztf:/, ^>f^>, 

Knfttr^x ^nFn^xtf^, fh7tKnfx^>, /1-tiFn 

) , s?n Fn>f v*-3ffr!/-;K t- l>7t Fn-f va***!/-/!/ (>fv***i/ 
ys?» , J?t Fnf 7^-^, fb7tKDf7y-;i/ (rrvvvy) . *? 
bFn-fvfy^/-^ fh7t:Kn>fvf 7V-;i/ Uvf7^y^) . 
nFa^^if>, ^h^fc: Fny^ify, Fntf^ffr^T^-M ^h^fc: 
Fna-^-fr^T!/-/!/ 0fr=*frS>T!/y > ^fc Knt*ti?v, ^h^fc 
Kna^-fri^ ytKn*W7f>, r h^t Knt=3pt^7^X 
Fntf-^ffr-feftf:^ fh7t KDt^t-gtfx A-fc: Fna-spfr-g tf>, V\z 
Fntf^-fr^yifif:/, fh5tKnt^s;7^>, /t-fc Knt^^ 
iffcfy, i?fcKnf7^7l/-^ fh7tKDf7^7^ 
*;» , ^fcFn^r^>. fh5i;KDf7i?x Fn^T^7^>, -r- 
h7bKDf7^7^X ^fc: Fn^T^tf>> fh5tFnf 7f 

-nFnf7^7^t:x ^e^yy, ^tt^;!/^'; tf-^fr^r:', -of 
y>, >rv>f>FU>, s?tFa^>i/77X ; , ?-nFn^> , /75x s^ti 
Fn>fV^>V77>, ;l-tFn>fV^>V77X ^bFn^>yft7x 

;t-nFn^>!/ft7i>, Fn>r y^<>y^^"7ai>, A-tFn 
-fy^>!/f^7xx s;t Fn-f >#V-/i/, A°-t: Fa<f 
Fn^;ux ^h^t: Fn=¥7 u /i-t Fn^;yx ytFa-fv^; 
-rh^fc: Fa>fV3p; U>, A°-t: Fn-f v^y y >, s?tFn7^7i? 

rh7bFn7!?7y>, A-ti \?uy*^vy, j;tFDt7fy^, 
rh7tFnt7fiii?x Fnt7f J^>, i?t Fo^r^^t'JX 
^h^n Fn^y /i-ii Fn^M dp-fry s;nFn^rfr!/y>, 5 s - 

h^t: Fa^yy A?-tFn*ti/U>, i;tFai/>;'JX ^h^fc 

1 4 ffiSE# 2003-302772C 
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Fui/>s vy. /\°^t: Fat/ys y y. ^y^Jit^^yy. s^tKn^i/ 

#V-;i/> WV5>, $?tf3MJ->, 57*-*9>, v^-yy, *JJt*v^y# 
y. s<yyv**rVy. ?w?y. KyWtt^y^ «yVWYy$mjfi& 

[0 0 2 9] 

% i/^n^>T->, i/^u^^y, i/pu^T-y, i/vw^yzy^y, */ 
vw\2rWx.y, i/t?w\-7#V^y, <<yi£y2$tfm7bftz> a 

[0 0 3 0] 

mm*& ztf/ttc tmnm^fr & s *i * i ~ 5 «© / v? n & 3 ~ 

[0 0 3 1] 

fr, 3~7M©#^^fi3 / \^n^iibT^, fcTn-;K >f^*V-/i/, hy 
7!/-^ fb5 % /-^ if^y-;i/> try^>> tf^$?^\ try $ vy, try 

y. *?-T*jrwynmtfm-fhfrz> 0 

[0 0 3 2] 
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h'JT^/'JX hUT!/y^>, 7^h^^/U>> ^h^l/U^>, 

tf^yy>, tr^^u^>, p\iFu\?vpy. ^h^t: Fn try tf/<y 

*?y. ^h^t: Fnfcfy^>, A-fc KntfU i?bKnif'J^i?x 
h^fc: FnbfU Kn£U ytKnr^ifx ^ h^fc: 

n^^-7ai>, fb7tKDft7x>, Fnft^7>, fh7tKaf 
t: Fn^-^r-if!/-;i/> rh7t Knt^t^-;i/ (*-*-fr*/y > s^tKn 
n Knf ry-M fh7tKnf7V-;i/ &y\rvvz/) , ytKn-fyf 

j;tFn*W7^, fh7tFn*^^7^, 
tf>, ^h^E F A'-H Fn7f-dpi?-iftf>. FnmJ? 
Tiftfv, ^h^fc FasT^-t^riftf:/, A-fc Fn^if^Tifif:^ 5>fc: 
Fn^r^Ti/-;v, fh5tKnf7S?7y-^ fryvyt/v&y) . v*. 

Fnf7S?>> T^b^t: Fnf7^>, i?tFDf7^7^X rb5fcFQf 

yvrw* *jh Fn^y^tf^, ^h^t: Fn^riffcr>, a- t Fa^rif 
tr>, J?fcFDf7Wi^x f h5t Fn^r^T^tf^, ;i-tFnf7 
vyWy^ ^e;pjJ>u>, ^tf^/ufcu t^D-f7x WV7X 

s^*^, v^yy n&ttm-f *>nz>. 
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[0 0 3 3] 

it. r;i/3r;vg, Tivtr—fim. yjv^—^m. r^n^^m. TJi*uym. 

# [0 0 3 4] 

[0 0 3 5] 

n^>^;i/T^>> 7i^wrA Mtv&y* =e;x^ 

y —tuts j -)yy^y, mjx (tKa^f^) ;**;t/73> 
^ , y*;>, r^/^-^. N-*m-D-*fjijtjs. ym) <dm., (as 
mmm. im.mm.s m^mmm., aeMb#*»£* tianm, vymh* mmmm 

7v^£, vi^^mm, ^x>^£, x 

mm., yfrtuyMM.. ifjvnym.rn.rn) 30 tfw&ti*. 

[0 0 3 6] 

17 ffiffE4# 2003-302772C 
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[0 0 3 7] 

—ffl& (I) R^lT^Kff C l~87;i/3f;i/^ /ND^M^ 

, MJAn*^;^ -hns> -or 6 , -sr 7 , -nrV^jj, 

• [0 0 3 8] 

(i) ^AaL/T^*b<tt, C3~70fi^ii*fcttii 

^t?3~7M©#^/\^n^T*fey, <};y^*b<^ C5~6 0#i^$ 
ig^feii^M^ ^M^fei:t>V*fcM^cM^^e)^$^S 1~5«© 

y&y. i/zw\*r4}-y, ^>if>, tfn-;!/, -<$#v-;k tru^>, tr^ 

[0 0 3 9] 

(I) (f, GtbT^Kli, #i^feliCl~87MI/>lt' 

(i) jfcLT#*b<tt, tt*K**fcttiWK-?T?*y, «ty 

[0 0 4 0] 

-«5£(i) KfcbT#*L<tt, c i-8r;i/^i^>*fciic 

2~87M-1/>IT'S'J, I, Cl~67;^U>ifcttC2 

^yzz^uy. ^n^-i/x ^f-i^>, -f^v^—vy^ ^y^-isym 
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[0 0 4 1] 

y*y, i/9v\*r-v-y, ^y-^y, t?n-;i/, -t^#V-;k tfu^>, tr^ 

[0 0 4 2] 

• (I) *K R 2 tlt^U<lt Cl~8 7^1, /\u>fyR* 

, h'J^n^fM, -hnl, -OR 6 , -SR 7 , -NR 8 R 9 t-fe«J, 

*b<tt, 7^1JS^ MBRJK^, N>j7^tD^f;i/i, -bnS, 

<», yy mm** &mm*> hU7^n^fM, xh 

[0 0 4 3] 
[0 0 4 4] 

—$55 (i) R 3 ai/t^b<n ci~8m;n> /\n^>^ 

, hVAn^fM, -bn«, -OR 6 , -SR 7 , -NR 8 R 9 T^>J, «fcU0 
*b<», 7^11?, aBRJK^, b'J7^n^fM, -hnl, 

*h=3rt/, xhdp^, TK^S, ****** VtrA'TS ;i*%>>)> # £*F* b 
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So 



[0 0 4 5] 
[0 0 4 6] 

(I) iE^bt^*b<}t C3~70#Wii*fcttii 
[0 0 4 7] 

, bUAD^fM, -hn«, -OR 6 , -SR 7 , -NR 8 R 9 f$U, J:*;^ 

^ [0 0 4 8] 

[0 0 4 9] 

(i) R 5 i:it^i<{t fcttc i~8r;i/=3p;vs 

[0 0 5 0] 

-ttss (i) pfcbT«F*b<tt, o*fctti~5©ss»T?&y, .fcuap 



2 0 
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£b<&, 0*fe«l — 3CD^t§:TS>So R#2~5©«-&, fc»©R A ttHf— 
[0 0 5 1] 

— IRA (I) qi:btf*L/<H 0 *fcttl~3©SaKT?*»K 
[0 0 5 2] 

— jR^ (I) ri:Lt^b<», 0*fettl'-S<Z)«E«'^»»J, 
[0 0 5 3] 

— jR* (I) ff», silbTlf*t<H 0*fctt:l~5<Z>«E8r7*a>*K A»J*F 

— JRsS (i) tttT^b<n osfc&i ®&ffln*&5. 

[0 0 5 4] 
-jR5£ (i-A-l) 



[ft 7] 



(R 1 ) p -4- A 



HOOC^ 




(l-A-1) 



[0 0 5 5] 



-JR^ (I-A-2) 
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Mb 8] 



o 




[0 0 5 7] 
(I — A — 4 ) 



JiJSEfl* 2 0 0 3 



2 0 02—29 1137 



Hfcl 0] 



(R 1 ) P -h A 




(l-A^) 



^J-COOH 



[0 0 5 8] 
(I -A- 5) 




(l-A-5) 



> x ""N;ooh 

[0 0 5 9] 
(I-A-6) 
[flI12] 



<R 1 ) p -(- A 



(l-A-6) 




COOH 



2 3 
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[0 0 6 0] 
(I-A-7) 
[«13] 



<R 1 ) p -f- A 




(l-A-7) 

JOOH 

[0 0 6 1] 

(i -a- 8) 

[ft 1 4 ] 




(l-A-8) 



COOH 

[0 0 6 2] 
(I - A- 9) 
[ft 15] 




(l-A-9) 

COOH 
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(5$ •t'<T<Dm j %izmm£mvmmzmt>-*o ) t^sn§^ 



[0 0 6 3] 

— IBsS; ( i - a - i o ) 

Mfcl 6] 

o 

(R 1 ). 1 A v 





(l-A-10) 



OOH 



[0 0 6 4] 
(I-A-l 1) 
[flS 1 7 ] 



<R 1 ) p -4- A 




(l-A-11) 



OOH 



[0 0 6 5] 

-nik* (i-A-i 2) 

Hfcl 8] 



(R 1 )p _£^___, 



-G N 




(l-A-12) 



COOH 



2 5 
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e 
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[0 0 6 6] 

( i - B - 1 ) 

lit l 9 ] 

o 



(l-B-D 




HOOC 

[0 0 6 7] 
-ft* ( I - B - 2 ) 
Ub2 0] 




(l-B-2) 

HOOC. 

[0 0 6 8] 
( I - B - 3 ) 



2 6 
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e 
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[ft 2 1] 




(l-B-3) 



COOH 



(^*, •r^T©f3#ttttrfai:i^DSi^^*t>*ro ) testis fts-&^ 

[0 0 6 9] 

-flfcs; (i — b — 4 ) 

[ft2 2] 




(l-B^l) 



OOH 



[0 0 7 0] 
(I-B-5) 



2 7 
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e 
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[ft 2 3] 




(l-B-5) 



'^'COOH 



[0 0 7 1] 
(I -B- 6) 
[ft2 4] 

o 



(R 1 )p-^A^_ G 




(l-B-6) 



[0 0 7 2] 
-$5£ ( I - B - 7 ) 
[ft 2 5] 

O 



(l-B-7) 




OOH 



[0 0 7 3] 
-J©^ ( I - B - 8 ) 



2 8 
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Ut 2 6 ] 




(l-B-8) 



COOH 

[0 0 7 4] 
( I - B - 9 ) 
[fl52 7] 

O 



(R 1 ) P -v A 




(l-B-9) 



COOH 



[0 0 7 5] 
-«5£ (I-B-l 0) 
[ft2 8] 

O 




(l-B-10) 



OOH 



[0 0 7 6] 



2 9 
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(l-B-11) 

:ooh 

[0 0 7 7] 

-Jtfc£ ( I - B - 1 2 ) 




(l-B-12) 



COOH 

[0 0 7 8] 
[0 0 7 9] 

[0 0 8 0] 

-«5S ( i - i ) 



3 0 
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• 



UtS 1] 




[0 0 8 1] 

— JR* (I-l) T?^3*l-5ft-£#<0^ R 5 #*iiM^£^b2&Vvft£- 

-t&tots (i -i-i) 

Mb 3 2] 




R 5_1 l$R 5 i:|lIC^S:^t)-tc fc£U jfcmM^femfcSfcV^Ofc 
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m 
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Ut3 3] 




# t*^ s ti n (HI) 

[ft3 4] 



O 




(5£cfj, i-/><T<D|B#«|rrlBi:I^D^(*S:^t>1-o ) 
[0 0 8 2] 

Ffc£&«tt&*n?»y, 

(1) ®A5>f F&ffiv^^^u 

(2) fi^»&2M&&fl!V*<52f8U 

(3) lfi|^S:MV%S^^#Jfe>*lSo 

[0 0 8 3] 

(i) »A9>f F&«v\<&#Sstt, (^nnt^ 
©##T, r^>fc*«»« (^nnji>;i/A, s;?na*#>, 

3 2 mitE# 2003-302772C 



#2 002-291137 
rp, T/I/#y**J* (It** fetbjciftt h U f AlWrtW & 

Mv^t, o~4 or-eMj^itsr sjc«fc y fr&e> c: £%*e£S. 

[0 0 8 4] 

(2) S-&»«t*«^m%*:£Sstt, (* units 
yt;ys?>, s?-fy^n^iw§>*) <z>#£T> lA5>f k (bfAa>f 

(^nn*M« ^dd^^x Sfx^/bx-^/b 

[0 0 8 5] 

(3) m&m*m^z>-%mz. ^jv^ymtr^y^, mmmm (*n 

^ (1, 3 -pt/Ws^i/JVjjjbtfPJ $ K (DCC) , l-x^;i/-3-[3 
- (^*^;i/T^y) ^ntf;i/] rt/nKSMSK (edc) , l, l* 

^ #V-/i/ (cd i) , 2 -^no- l -*^;v\d y j;-9Aa9i, 

1 — tf^/Th^^N^^^^M* 4 ^ (l-propanephosphonic acid cyclic anhydr 
ide, PPA), JK'J ^ — iT-iK— ^ K^O &#V\ 
^yXhVTV-JW (HOB t ) fcMV^frJgVN&VMK o ~4 o °cT*E^&£i±■ 
[0 0 8 6] 

(l) , (2) (3) ©MJSfi, ^-ftittm&Xx (Tfrzly 

3 3 ffif£# 2003-3027720 
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[0 0 8 7] 

— (i- i-i) i££>4>&< t% i -DomtiK jj)i-tf*ri/ji^ Tknm. 

. [0 0 8 8] 

-zf^jvm, h>J^nnxf;i/g, *<y*?fr (Bn) 7 ^m^itm? 
[0 0 8 9] 

MOM) a, l-xh^i/i^ (EE)I, * b*i/3ih*r*/*?-Jl (MEM 

) 2-fh5t Fu^^-ji (thp) s> hU^^;i/2/U;i/ (tms) m 
, h 'Jxf^/J/iJ;!/ (TES) t -^/l/S^^/bS/U;!/ (TBDMS) ^ 
, t-^7i-^>ij^ (TBDPS) S> (Ac) S> fcTAn 

-f/bas, ^>y-f;i/S> (Bn) m> p-* h**y<y$?;];ms tvji> 

X^Z/Xfrtf-Jl (Alloc) 2, 2, 2 - h V ^nnxh^rS/^.n/jif— 

;v (t r o c) mmtfmtf 

[0 0 9 0] 

i/*;i/j^~;i/S> r v jiTtiri/jjfl'tf—jv (Alloc) i-*^;i/-i- 

(4-lf7x~;i/) (Bpoc) h'J7Mnrt^ 

^ 9 -yjVJtU—fl/* b*cisj3Jltf-;i>m. s<yPJl> (Bn) |, p-*h^ 

i/Ky^A,m. s<ys?ji#*i/*rj]s (bom) m> 2- (bU^f;i/i/'j^) 

xh^pi/^^^ (sem) m^tfmifbn&o 

[0 0 9 1] 

*r*/*?-Jl (MOM) IS, 2 H Kn 1*9 =71/ (THP) j;7z-^ 

r-fe^;i/ (Ac) mtfmifbnzo 

[0 0 9 2] 
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m 

Its T. W. Greene, Protective Groups in Organic Synthesis, Wiley, New Yor 
k, l999&cfB^£ftfc%0>#;Bv^;ft<S>o 
[0 0 9 3] 

(1) T)l%VM7kftM. 

(2) ^tt^frTlcfe^S^^^ 

• (3) tnykmftMiz&z>m>temKfc. 

(4) 5/ y ;i/»tf»$&MSJ&> 

(5) :&«&mv^HB#®Rl^ 

(6) ^^M5rMv>fcflK«^^^lf^tiS 0 

[0 0 9 4] 

CD r^*yiD*^iWK:*&jw««sii5tt, mwmm 

[0 0 9 5] 

jfc;t/A, t?^-^-5?->, iMfcx^/w t-v-;^) ^fitt (Ml, 

) %u<i*rti6)©a-&«j (JMfe**/»IW0 o~i 0 oic©m^t*^ 

[0 0 9 6] 

(3) in**^»K:J:'&IBi#fllSl»tt, IS& (x—f/i/* (fb5tK 



.35 
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m >>-;!/, x#y-;i,^) , , trh 

aj:©a-&*^) mm c*9s?* 

Ttfett^tT^^-fA^T, 0 — 2 0 Op©MM"e^f^t)tl<So 
[0 0 9 7] 

(4) S/y/l/»©ffl#MLRj£tt, *fc«?nb#«^*»j« (fh7tF 
# D77X T-fet*— M;/H80 t- h ^ttJUT y^—V A7^7>f KSrffl 

V%T, 0~4 0V<DU&'Vft&fc>tl& o 
[0 0 9 8] 

(5) i&mzm^zm&mfcmiz. mx.\*> m&mm mm. pH4.2~7.2®^ 
ffim&frteznbvmmtTb^KFuy^ym&mmmmt&uisWL) » 

^Ma&©#^ET. mWM&^WS^*fe«M : tM$:^^^V>T*> 0~4 0T}<Z)i& 
[0 0 9 9] 

(6) 4MMtt&Mv^sJftftftKft& #M0K (^nn^x ^ 

. trnus?>^) , mwm mm. *?m. ^-x^/i^^m^mo &&x$/±t~ 

\±MWlWM ( 2 -x^;i/^^r-9->^ h U 9 A> 2 -xf;i/^t>t* y A 

##&r, &Ma§# (fb^^b'J 7xx;pjjNX7>r yx^Wi* (o) , n 
J&ftfcf;* (bU7x-;^X7-f» /^^>7A (II) , it;t7i?7^ (II) 
, Mh'JT, (biJ7x-M^7-f» n^?A (I) ^) SrMVNT, 0—4 

[0 10 0] 
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$.t=., illBJ^^MCtu ®|?tfc£> T. W. Greene, Protective Groups in Organic 
Synthesis, Wiley, New York, 1999&CfB^£ frttmc J: o T, HMMMJ&fc 

[0101] 

— (i-D T*7jktzftz>fci!?m(Doi=>. R 5 tf7kmm*itmt>irit&m. 
-m^ (1-1-2) 




(1-1-2) 

M— COOH 



tffsabfe-lg^: (i-i-i) ^stife-fb-^WSr^/nK 
&c#-r r t tc d: y a§5fr s z. z &t* % z . 

[0 10 2] 

h'j^naif;i/l, (Bn) 7it ; >M p 

[0 10 3] 



fttSE4# 2 0 0 3 -3 0 
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m 

(1) TJVUVMTkftM, 

(2) Btt*#Tfc;*3tt&fltt#«ficja^ 

(3) M*m&MK 

(4) &M&jav^BMR«jRj£, 

(5) mm&mzm^tMmmBLm&tfmf e>ft*. 

itifett, WIBbfctftBKiiyfffcfcft*. 
[0 10 4] 

• (1-2) 
[ft 8 6] 




[0 10 5] 

(1-2) T?a%S*tSft-£<&©3'&, R 5 #**JK^&*fc3fcvvft-£ 

ir&fct^ -jrss; (i-2-i) 
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litS 7] 




# -e^stis-fb^tt, -jk* (iv) 

lit 3 8] 




^*T©8B#^ffifc 1*9 ) 
T*7&ZftZ>ib&®£.-M& (V) 
C-fts 9] 




(SCtf», X&HBUS (Btl*l6i:tt, An^vl^, * 2/;i/#3f S/g (OMsl) 
, h s/3S (oTsi) , h'j7Mn^?>x;i/*-^J/i (ot 

T?^StiSft^<&«:Si*:s*» £ e>^c£^MK:J£^5T#Mg©flB^HJ&£tf^- 
[0 10 6] 
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, N, N', N"i N'-^^jlf^lf^h'Jr^X N, N, N\ N' 

[0 10 7] 

— JRsS (1-2) t^$tlS^H©e>^, R 5 ^*^^*:**?^^, 

■r&t)^ -Jtfcss ci-2-2) 



Mb 4 0] 




(1-2-2) 

M— COOH 



^sns^in t&tabfe-jig^; (1-2-1) •essnfcft^ftfc*^ 

[0 10 8] 

— «5£ (ID . (in) > (iv) (v) t'^s^si^tn ^tiSfis 
<k#n?&5a\ a&sv^tt4^s^I©*^it^cJ:y«A^cl^3i•r<5r^l««TS«. 

, (II) £«J:tf (IV) T?^$*v£ft1»kJ:> JS*T©£Ji&xe5£l;i3J:tf 2 

[0109] 
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[0 110] 



• 

MS 4 2] 
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2 



O 




(VIII) 



1) (COCI) 2 S:fctf:SOCI 2 

2) CH3NHOCH3 



O 




[0111] 



vii) , (viii) . (ix) fej:t? (x) TfjRaneft^mttds^mf**^ 

[0 112] 

£ tt«JEET C £ W -5 S/ U * * te^r >f SIy $r * */ V A & M V* 
9 7-f-*fc»Sfe». ■S«ft*CD*ttlcj:y3»»'rsri:36iST**. 
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[0 113] 

*am4h&bifi* LPA&mmztthTi£ffiftm*m'?2>. edg- 

[0 114] 

H hEDG-23t^S:jafJ^S-ti:fe^^>f-~X^AX^-^-^y- ( 
Chinese Hamster Ovary, CHO) jWJfi&MV^TRMtffcy =T— * 
ffMBf&fffcofe. EDG-2»fitt, 10%FBS (tf t/fl&J&JfoSf) . 
^U^/^M/^hT-fi/^, (5/tg/ml) Ham' sFl 

2igifi (GIBCO BRL*±gg. No.11765-047) &/BVNTig*bfco **f, Fura2-AM (Do 
jindofrig. No. 348-05831) fcJRftrt'stty &£-fr£fc«>, 5 #M Fura2- 

AM^IK (10%FBS, 2 0mM HEPESJMtt (pH7.4) , 2.5mM ^U^% 
S/K (Sigma*±$^ No.P-8761) -^fHam' sF12^%) T?, 3 7X3, 6 0^^-f>^P 
rL^-S/a^Lfco ^!C20mM HEPESj^»?£ (p H7.4) „ 2.5mM ^O^* 
*/ Kfc^tfHanks^ 1 ®Sfc?£U T V iZ-f * "£|^Hanks?£&C*S b £:„ «3feF9y 
^^.^ U --ysft/^^ (m^^h-^X^fcSS, FDSS-2000) lC:7l/~h&iz 

3 o#iiiitt«b, ^ (i) 7*3*3 ns#*8iiift^«©»*«:* 

iDbfco -eCD5^iCLPA (j^il: lOOnM) £»IbT, SsfltJtif^©^ 
mW^;i/2/^A-r^>tiM&3#^PgT*^bfe (®@IS^3 4 0 nmfcitf 3 
8 0nm, $3fe%£5 OOnm) „ 5$ (I) Tf^SftS*^^*^ 
/l/X/l/jfc*J/K (DM SO) &C?§i?U >HiI^# 1 nM~l 0 /iMtC&S J:e>tC 
^iUbfec LPAilbT, 1 - 'J 7 WW/V (1 8 : 3) -LPA^ILfe. 

i-u;i/;>r;i/ (is : 3) -lpa», is : 3-lpc ('j;u;>f^ ( 

18:3) -y 7 7 3=^/1/ 3 'J y) (Sedary*±$D «fc y P L D (jft;*7}>y 

a--*? d) *co:.y-£j£bfco EDG-2fs«t?stttt, 5$ (i) 

I^fc^%&^£&VNDMSO&^i&bfc?x/VT*©LP A : 1 0 0 nM 
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Amijam<Dtefr<Dm$a&<Dm<z>m (b.) zzi&mh. &>T<z>w&zm^TMM^ 
(%) mbfe, 

cm 13 

(A-B) 

(%) = x i o o 

A 

[0 115] 

i c 5Q miz. mums o%z^*mwit&m<Dmm£LTm.mhfr 0 
mMmz (i) it^m\t. ic^mmASuM^ mnwz u> it&mz. ic 

50 ##0.15/tiM, (3 3) fll^tt, I C 50 «*«0.095i»M, 

(1) -ft-^f&tt, I C 50 'fii^0.11^MT*S>ofe < , 
[0 116] 

[#S3 

[0117] 

[£gl£^<z>$gtf] 

— jRS: (i) i?wSft5*»i|jfl;^*tt, LPASSftcssitsiiiiciy 

> *gW3tj£&, *t3tffigUL M-AttA^iB, 

[0 118] 

- Fl^-A'- (Shy-Drager) «|gJBJ** ffM^b-T, tt 

4 4 ffi|I#2 0 0 3-3 
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[0 119] 

lt», Witts, wmm,. mi&mmm®. stmumm. #stni 
m. mmffi. ^ftmm. m&mm. mmm. &mm. &m&. mm>m 

[0 12 0] 

, *MtHMR& ife*§f£tt*l*NU **JWMWWWfc ¥«»31»* (A 

[0121] 

^ &##^MlttC<fcS^ltWi:Ur«, W*«, ->x-^l/> (Sjogren) 
[0 12 2] 

IKW3i&*i:bT», Wit HI, Kl, KttJfiu J»»«v%tt*»#ft|»W«s^ 

*tt«*i:tTtt, WAtf, im USA WS£»B*A fifr 
tl<5„ 

[0 12 3] 



4 5 
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m 

[0 12 4] 

tmWHJC ^{CiSt^S, (I) T*^ 

[0 12 5] 
[0 12 6] 

ft&<DLPAg##:fi§*a#J, air>3!^b, Ift 
2'J>i, 5 a - U #9 # — 'gRMHN* fei^/tfeliJiT^ Ka^^i^f 

[0 12 7] 

4 6 2003-302772C 



4#2 002 — 29113 7. 



[0128] 

m. ^uTsZtr^yvym. 7*W3'j>ssi, jft;*5ft^x;*^--tfiE«!J 

[0 12 9] 

j: t>v * fe tt^^m©^^ 33 J: rjf / * »*&&© * ©fl&©m&i ttttt, at 

o 

[0 13 0] 

* «U» ICS* *T * ^ |» ^ J: OP/ * tt*&«Sar*<3D#^fe J: tK/ * fe «> <D 

y-n^^mm. m^^y^mmm. epai?!, -3^>bkh», mtp oner 

osomal Triglyceride Transfer Protein) PPART^OT, * 

[0 13 1] 

km, ftOMmu **mbm. timm tnfbiw ( 

iL-eui^M L-6S*#^#«©ge««s^S:*tt) , <<y*-y*. 



mSE# 2 0 0 3 -3 



#2002-29 1137 

m 

[0 13 2] 

, 09*. tf, xfn>f #*^n>f K*«*SE*, ^ffiariW^, ^nx*^ 
3ft**^x*^-i?|S«£!K nf - k B^^(Z>^3>fSS^ 

[0 13 3] 

# m<Di.PA&®{frmjmt.LTiz, *m3- ( {4- [4- ( { [1- (2 

[0 13 4] 

^-7hbfS;^/, A I O- 8 5 0 7 L^##tf£*l3. 
[0 13 5] 

* n^^x IB^lfeh^ns;^, tfthO^^A, Z- 3 3 8, UK-11 
2 1 6 6-0 4, KRP-197, ^'J7it'», YM- 9 0 5^##tf £>*l 

[0 13 6] 

5 a-U — gffifitl/ttt, GI-9 9 8 

7 4 5^#tf e>tl-5>o 

[0137] 



miiE# 2003-302772C 



#2 0 0 2 — 2 9 1 1 3 7 

m 

$~ K-N-tf^S/K. i/^n^7r^K, -fjftx^T^K, 

^y, 7-A^f>^) , ftafSffiiSr UM^W-K *M-7h7V>, 

v>fS/>«) „ ««ttr^*n>fK «Bfcif>^ux^> 
xtr^*;** y ^x^^^^^^^ai^. u>^^x^;i/x 
tr$/Ax-/w i/^/7-f7X i?/<x*?*, -f>f-7xn 

[0 13 8] 

mm^n ttym^zzzvy* -g^m^* *zvy, p 

*//xh\ 7^-9-* ^ntf*-:/*^** w^W^-fr**!/ 

zfu\z*yntFunn,^)/y. 7nw>if7"nKx WJHMW^ ^ K- 
yn>> 7^tJ/;n>7tb-K, ^ntr^->i?^^n^^y>> h y 7 i*v 

^^a^^^/>, ^l/F-^/ux 7"nfcft>i^^n^^i/x 7;vFn^ri/ 

[0 13 9] 

ftmm. &MMt.LTlZ, mW&frWy. tKnn^i/>, D>itKn 



4 9 
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#2 0 0 2-2 9 1 1 3 7 

^uK-^nvthy^, h'j7AS/;nx its* h y J i*v j o>, hu 

[0 14 0] 

^y-F, 7J1/-VJK, hVT&tsSUy. ST-126P, 
[0141] 

n^^ix-^y xtr*7y>, y * b=*./-;w a^^f v:7i^y > 
^n-;K J^m^ ^>^T-n-;K Ilv7*fn-^, Si'JbK'Jx A> 

^D-;K fflFW^, i^^TK'JX AR-C 6 8 3 9 7, P 
^•U-;!/^^^-;^ R, R-7^^fD-M KUR- 1 2 4 6, KUL-7 
2 11, AR-C8 9 8 5 5, S - 1 3 1 9 ^amitf&tl*. 
[0 14 2] 

-if7W;WV^X K iZ^hP#:*K MCC-84 7, KCA-7 
5 7, CS-615, YM-158, L-74 0 5 1 5, CP- 1 9 54 9 4, 
LM-1 4 84, RS- 6 3 5, A-9 3 1 7 8, S- 3 6 4 9 6, BIIL- 



ffiSEff 2003-302772C 



#2 0 0.2-2 9 1 1 3 7 
2 8 4. ONO-4 0 5 7^##tf ^tlSo 

n/-<>, F5hn;i>^>9Mfii®, kt- 2 - 9 6 2^##tf &*is„ 
^hV^A, T>l/^iJ-y^^.i l/tfU-^Xh, >f:/$?9;*K ^if/^xK 
[0143]. 

tr^-^^>, rxf^:/-^ mm^^-v^y. ^^x^y. ? 

x^y7xt^X D^^S?>, TXD7^^>, ^m^n^^i?>> TAK- 
4 2 7. ZCR-2 0 6 0, NIP- 5 3 0, ; E^^!/>7nx-h, ^ V/^* 
BP- 2 9 4, 7>K^:*K t-7/7^X 7? U AX*y&ifi&tf 

[0 14 4] 

, wi hn^- h (uk- i i 2 1 6 6) m-ftmfhn&o 

[0 14 5] 
[0 14 6] 
[0 14 7] 

5 1 2 0 0 3 -3 



#2002-291137 

m 

PG&mfatLTlt. PGEfift (EP1, EP 2, EP 3, E P 4 ) , P 
GD^# (DP, CRTH2K PGFf§ft(FP), PGI^ft(IP 

) . tx^* (tp) ^wmf^nzo 

[0 14 8] 

9 A, S/n^^^ h (jSffi^7'J7n) , Bayl 9-80 04, NIK-61 
6, D7;K5^h (BY-217) , */A°A7>f U> (BRL— 6 10 6 3) 
, 7^/^ A (CP-8 0 6 3 3) , SCH-3 5 1 5 9 1, YM- 9 7 6, V 
-11294 A, PD- 1 6 8 7 8 7, D-4 3 9 6, IC-4 8 5Wlf6 
• *l£o 

[0 14 9] 

X^X#~i?|$I^3!l£LT&, ONO-5 04 6, ONO-6 8 18, MR- 
8 8 9, PBI-ll'oi, EPI-HNE-4, R- 6 6 5, ZD-0 8 9 2 
, ZD-8 3 2 1, GW-3 11616, A E - 3 7 6 3 b *lS„ 

[0 15 0] 

^ [0 15 1] 

hmg-co Am7bmmm.WMt.vx\t, */yrtx**?>s n;u^f>, y 

[0 15 2] 
[0 1 5 3] 



ffiSE4* 2003-302772C 
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[0 15 4] 
[0 15 5] 

^fn>f F^m^m^bT», lift IMffcTUV, D-Uf^thU-? 

• x^-tf-v?, 7i^rt^ >^n7xt^ hMf^th^A, *y;y 

;k 7x>7*7xx ^-^^h>, :/n$Oi/* -<>^^i/>7 7M 

^7x^/7^ lhF5^, ^7"D7xX -f ^D7ai>tra^-;K ^ 

a3fiz>, ^;b;vbf^n7x>, 7^i/if7n7x>7 i PtfM ^rh^n^ai 

7x;7"n7x>^i;bi/7A, ^T^n^x>, t^^D^V, 
D7x>, U3rVZfU7 3i>i-b V 7 /V ^ H 7 x >\ if^h^n^x 

>, ^7x^-A^> )l7xtAiT;i/U7A, h;i/7xtAH, 7nH7x 

>r h7x-^^x ^-=3r5/7x>^^^>, trndrt/^A, 
y, r^>, ^^hUKSB^> #try y&mmm^&mf & 

[0 15 6] 
[0 15 7] 

5 3 miE# 2003-302772C 



#2 002-291137 

m 

[0 15 8] 

zfu*&y?yyyi5$mmmmMhhT\$. i^v^/i/^Ttrys? 

y, tv^yy. xy-^py. 4 -7§ y-9-u^;«, jte-5 2 2, r*--^ 
tT7'D7xx jyv**i/y. >rh7"a7x>, n;w*s/jtji*, n^y^a 

[0 15 9] 

o 

m&nmz* &m<d 2 i«±si^t>tx^ b x *> * ^„ 

[0 16 0] 
[0 16 1] 

* -«5* (i) t^sns^^n, *fctt-*85£ CD *e^s*i**»fl9 

[0 16 2] 

#*> »a»iai«fjcj:y»&* 

J&A— A^tfclK -UliCo^, lngH10 0mg(0«HTf-H- 

*>i omgo>|gHT*-H-ia^e)iS:iii#^PS#$tiS/«)\ hi w 

e> 2 4 ^isicD«SH , e#jiiRrtK:»«itR#a*is. 

[0 16 3] 



5 4 



2003-302772C 



#.2 0 0 2-2 9 1 1 3 7 

© 

So 

[0 16 4] 

(I) T?a*S*t*##Wfl;£«U *fett-JK« (I) TfS%5!S*i«*»W 
fl;^fci:tt©*»©ttBM*tt^**»K:ia:, ttnilMMBfcafr 

ftflgflm&i, ej:tjp#ftpia#©fe«>©s#»r, am. &mm. w.am 

[0 16 5] 

So 

[0 16 6] 

^©£e>&ftJM@7£3!l{C33V%TJ±, t>i:o*'fctt**iJ!a±©iStt®«tt*© 
***** *fcl*JBJg85 v>-h-;K #*Sfi-fe^/n 

(^;v#^>m> r^^5¥^»«) *fc»&3*u »Slcfleot8IftUT)8 
* VMbftS. *fe, *SCJ: »Ja-^ (6*1, -t?^>, nKn^Wn 

& ® jr $ *i e> s «k © * ^ -fe ^ *> s ti & o 

[0 16 7] 

•flaw, ?Lflsffl, ##*iu mffim^*&mhx^T% 



5 5 
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#2 002-291137 

m 

[0 16 8] 

#mn& j *<Dt=.to<DftmM<Dmmz\t. mz.it> .mmm. vjvm. ?v-<um 

[0 16 9] 

y^mm (Mfcy-tvy. &&wvy, mm^svy* mm^y^y^) . 9 
U3-/HB (xfi/>yj3-^ j;ifu>yijn-^ ^atfi/^^un- 
M jKUxf v*n=r-/HiO , ffitfK&t (t^j/i, *v-y~ 

zu&Lx%^*>tiz>o s&c mmim. mmm* mmn 

[0 17 0] 

-;k -f y^nfcr;bT;i/3~;i/^) , 4*;Wb50 (*/i/#*5/**/i>-fe/i/n-:*. 



tfJSE4# 2003-302772C 
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[0171] 

# ya-;K l, 3 —f^uyfv , (2 -^s/^/t 2 . 

#y-;K iz#y-;i^lO , %im 0Ky**s/x^i/>y/i/*/i/x-<r-/i/», 

[0 17 2] 

. *«fai <#yr*y/i/Bt sKy tf-^trny k>, y^r^A. 

[0 17 3] 



ffi$E4t 2003-302772C 



4f 2 0 0 2- 2 9 1 1 3 7 

9 

cornet. fcitzm^zn&vxft^btiZo se>ic, 

[0 17 4] 

, t>£oi;fc&^:ft&±©ra4M&7k T;i/n-;v (x#7-;k sKUx^i/> 

[0 17 5] 

h U *x>$tf- h y ?A&£V%&*x>^© J: 5fc*»3W&'&#OTV*T 

*>J:VN 0 ^yi/-«K055t3S^Sstt, M^«^B#fFH2,868,691#fe j;^raH3,0 
95 ,355-if U < IB« $ tlT £ . 
[0 17 6] 

#«P#-£©fc«>©$£l*3ff*:bTMu »8u MIS, J: 

fr&>±<Dm&®'%itmmzmm. mm&fci*%itts-&xm^bfr2>* mmnvx 

[0 17 7] 
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#2 002-291137 

[0 17 8] 

(«*.«, mmmm) m&&t$z&b0M&&t>-&tfm^*>ftZo &m 
srtt, mmm hv v a, a^y * u >«go , MMsai ( u >ih- h v 

* ttflB©»Sa K:»» L T ttffl *r « i i: % t? s * . 

[0 17 9] 

mm + 5 fit* & o T % <fc 
[0 18 0] 

) , m&m> mmfcm (v ym+ h v * i*. mm* tvv&m . mmm m 

JDtfEJtai if & JC IS 15 T 3££ ft b T HS3 2 ti £ . 
[0181] 

[0 18 2] 



2003-3027720 



#2 00 2-291137 

a 

[0 18 3] 
[0 18 4] 

• ?:Mme?;ic^«&T'^ti^j:<, ^<z>&^:£&fci&j£3 4x&v^ m*.\*. mm\H. 

[0 18 5] 
[0 18 6] 

* tstt^tbT-jR^; (i) T?3a%an**»WflS'&*, (D 

[0 18 7] 



6 0 



2003-302772C 



#2 002 — 291 137 

i 

[0 18 8] 

w ic^m a n s ^ n & © fe^ftdMiPtt*^*^*©^^***^ , oo 

• OfcV^b»8OO,OOO©%0##* b<, <fc y«P* b< «^5,000^VNbj^200,O0OT* 
feS, «ittf, TK.UamiCfeV^T, *(iDfi*¥^ : ?#ttJ|i&5,000^e>*&100 f 000 

Ttt, ^-)VM£<Dmi&&lZffil 0 0/0^e>#5j5 0/5 0 (W/ 

W) ##*L<, #iCJ^9 0/10^^5 0/5 0 (W/W) *WtlV>„ Mfc-^ 

y a-;i/^S^cDfiH^^Stt^bv>. s bKW £ h < «J^io,ooo^e> 

[0 18 9] 

gpc) ^MJtbfejKyx^i/^m^^S&v^, 

[0 19 0] 
[0 19 1] 

[JHM] 



6 1 



ffiffiE# 2003-302772C 



#20 0 2-29 1137 

[0 19 2] 

Mas sCDM^te. ESI (Pos. , 20V) -eff&ofco 

[0193] 
HP LC<Z>^kmT<D^#T*f?&o£,, 
# gfflbfe*7A : Xt e r r a™ MS C lg 5um, 4.6X50mm I.D., 
'feM^tzMfc :3ml/min, 

mmh&mm awl-. o.i%h'j7^tnst^t, 

B$c : 0.1% b y "7;i/^n^-TiZ h- h U 

Bm<nm>&&*o/i o o{c®^bfe» *<D&o.oi#mT~ AWi£.Bm<z>m&}&* 
9 $ / 5\zwmmzuxt~ 0 

[0 19 4] 
[ft 4 3] 




4-fcJ]s$J]s-7*—)V7frryM (6.7g) C^fMMT^ K (10 0ml 

) mmz. r;i/^>#a^T, 2-^n=E^ifi^f;i/x^f^ (6.5 g) , 

"rb^trX (b'J7x-^X70) rt<5V*?k> [Pd(PPh 3 ) 4 ] (l.Og 
) , 'J^iHAy^A (23 g) &an*.fc. SM^%7 5TCt'5i^lfft 



ffi|E# 2003-302772C 



#2 002-291137 

*7^^D7h^77-f - : »lfcX*-/l/«9 : 1) JCJCoTfWRU 

«T0Wi5:lt§TO^ (4.1g) *mtz. a 

T L C : R f 0.50 (^dri*^ : WWt^^= 2:1); 

NMR (CDC1 3 ) : 8 10.07 (s, 1H) , 7.96-7.89 (m, 3H) , 7.63-7.34 (m, 5H) , 
3.66 (s, 3H) 0 

[0 19 5] 
• ##M2 

2- (4- (3-7x-^nbf;i/r^;^^) 7i-^ 5feA#«-^^ 
Cfb4 4] 




##Mi*eSS3tbfe-fb^ (1.2 g) <z>m (4mi) £*?*^;i/3ft;i/i*y^ 
K (36ml) ^tc3 - 7i-;Wn^7^ (i g) , h y T-fe h 

*S/*tf*:Msy A (1.6g) &fln*.fe„ fiJ»a-&*fe*«T?2.5BMBilt#Pbfc 

i.8g) zmtca 

TLC : Rf 0.59 (i??UU**y : = 9 : 1) „ 

[0 19 6] 

2- (4- (N- (3, 4, 5 - h»J * b^r^7i-;i/5tj;i/^;i/) — N — (3 



6 3 
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[ft4 5] 

O 




3, 4, 5- h U ;* h^rS/^Jlv#^ (3 6 8mg) 0i?^f ;i/i^;i/A7 5 K ( 
10ml) 2 (4 1 6mg) , 1 -X^/l/- 3 - 

[3 - (2;**7i/T* v) ^ntr;i/] A/i/tfsM" s K • (4 6 ug) , 

l-KKn^>Xh'Jr^-* , *i(il* (260mg) feiB^fco 

ffibfeo fflttttfctrojeft**^'.; ****** taftJMft-*- h U A***"^ 
8fc#U «*iith'J^AT«b, *«8bfe. #&nfc»*«:S/U*^* 
7A^n7h^77-f - (^3MJ"> : «X^;b = 2:1) JC«fc ott^b, 
T©*ttH&*1***»WflS^«f (2 7 3mg) 
TLC : R f 0.33 (/\df9-> : = 1:1); 

NMR (CDC1 3 ) : 8 8.20-7.00 (m, 13H) , 6.64 (s, 2H) , 4.80-4.50 (m, 2H) , 
4.00-3.20 (m, 14H) , 2.80-2.40 (m, 2H) , 2.20-1.80 (m, 2H)„ 
[0 19 7] 

mmmi yj ~i 

[0 19 8] 

mmmi (D 

(2- (4- (N — (3, 4, 5 - h U ^ h^$/7ai-;i/^;i/5K— ;i/) -N- ( 

3 -^ai-^^ntr;!/) / *^;i/) 7i-ii/) 7i-ji/) m • ^^^xx 



ffi$E# 2 0 0 3 -3 0 



#2 00 2 — 291137 

m 



Hfc4 6] 

O 




TLC: Rf 0.39 : ifxf ^= 1 : 1) ; . 

• NMR (CDClg) : 8 7.43-6.91 (m, 13H) , 6.42 (s, 2H) , 4.83-4.51 (m, 2H) , 
3.95-3.50 (m, 15H) , 3.41-3.16 (m, 1H) , 2.79-2.38 (m, 2H) , 2.11-1.79 (m, 
2H) 0 

[0 19 9] 

mmmi (2 ) 

2- (4- (N-,(3, 5 -V* b^i/y^-frft^—ft) -N- (3-7i 

— ;i/^atr;v) y^/*^;i/) 7i-MJpi/) -4 - ^nnSlfi • 

Ub4 7] 



o 




T L C : R f 0.24 {^^y : M*x^/l/ = 2:1); 

NMR (CDCI3) : 8 7.87 (d, J = 8.7 Hz, 1H) , 7.40-7.00 (m, 9H) , 6.93 (d, 
J = 8.4 Hz, 2H), 6.60-6.40 (m, 3H) , 4.80-4.40 (m, 2H) , 3.90-3.70 (m, 9H) 



miE#2 003-302772C 



#2 002-291137 

, 3.60-3.10 (m, 2H), 2.70-2.40 (m, 2H) , 2.10-1.80 (m, 2H)„ 
[0 2 0 0] 

2- (4- (N — (3, 5 -V* h^i/-4 -^f^/7i- Jltf-fr) — N 
- (3 -7x-;i/^ntf;i/) 7£y;*^;t') 7i-^^) -4-*^;i/£& 

[ft 4 8] 



o 




T L C : R f 0.33 (s\*r*j-> : WWl^^ = 2:1) ; 

NMR (CDClg) : 8 7.84 (d, J = 8.1 Hz, 1H) , 7.34-6.87 (m, 10H) , 6.78 (m 
, 1H), 6.54 (s, 2H), 4.78-4.59 (m, 2H) , 3.89-3.63 (m, 9H) , 3.52 (m, 1H) , 
3.21 (m, 1H), 2.77-2.35 (m, 2H) , 2.34 (s, 3H) , 2.12-1.77 (m, 5H) 0 
[0 2 0 1] 

mmmi (4) 

(4- (n — (3, 5 -^^ h^re/-4 -n- ( 

[0 2 0 2] 



ffiSE4# 2003-302772C 
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[ft 4 9] 




OCH 3 

600CH 3 

T L C : R f 0.44 (^^y : #lfcx?-/l/ = 2:1); 

NMR (CDCI3) : 5 7.34-6.90 (m, 9H) , 6.53 (s, 2H) , 4.77-4.42 (m, 2H) , 3 
.86-3.10 (m, 13H), 2.76-2.32 (m, 2H) , 2.12-1.75 (m, 5H) 0 
[020,3] 



2- (4- (N- (3, 4, 5-h'J^h^rJ/7i-^;i/^) -N- (3 
[ft 5 0] 

o 

CH30, 



CH30 



HOOC 

IIJfiMl'eSS5gbfcft-a'^ (27 0mg) <Z)*#y-;i/ (2ml) fcfb7t 
Kn77> (4ml) MtlN*Mth'J7Mit (2ml) Sr^D^feo 

it&m (2 4 6mg) 

TLC : Rf 0.56 (V#UU**y : *#y-;i/=9 : 1 ) ; 

NMR (DMS0-d 6 ) : 5 7.75-7.00 (m, 13H) , 6.65 (s, 2H) , 4.80-4.50 (m, 2H) 




6 7 
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#2 002-291137 

m 

, 3.90-3.50 (m, 9H) , 3.50-3.10 (m, 2H) , 2.70-2.30 (m, 2H) , 2.00-1.80 (m, 
2fl). 

[0 2 0 4] 
mffiM2 (1) -2 (4) 

mMMiT*mMLtitism<DttfrVKmnmi en ~i (4) xmrnvr^it 

[0 2 0 5] 

Hii2 (1) 

(2- (4- (N — (3, 4, 5-hiJ^h^S/7x-^;i/3K->fl/) _ N — ( 

# 3 -7x~;i/^ntr;i/) 7^7 7x-;i/) ,7i-^) 
[ft 5 1 ] 



o 




TLC : Rf 0.80 (&>;UXl*&y : >>-;!/= 9 : 2) ; 

NMR (DMS0-d 6 ) : 8 7.40-6.90 (m, 15H) , 6.66 (s, 2H) , 4.80-4.50 (m, 2H) 

, 3.90-3.10 (m, HH), 2.70-2.30 (m, 2H) , 2.00-1.80 (m, 2H) a 
[0 2 0 6] 

mmmz (2) 

2- (4- (N — (3, 5-^^bJfi/7i-^M-jV) — N — (3-7i 



6 8 
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lit 5 2 ] 



O 




# TLC : Rf 0.34 ($??nn*#> : *#7-;V= 12:1); 

NMR (CDClg) : 5 8.13 (d, J = 8.7 Hz, 1H) , 7.40-6.90 (m, 11H) , 6.50-6. 
40 (m, 3H), 4.80-4.40 (m, 2H) , 3.90-3.70 (m, 6H) , 3.60-3.10 (m, 2H) , 2.8 
0-2.40 (m, 2H), 2.00-1.80 (m, 2H) Q 

[0 2 0 7] 
mmM2 (3) 

2- (4- (N — (3, 5 h^r^-4 ^7x- Jltf—fr) -N 

- (3 -7x-;i/^nif;i/) -4-;*^;i/3cS 

Ut 5 3 ] 



O 




TLC : Rf 0.54 (S??na:*#> : *#y~;V=9 : 1) ; 

NMR (CDClg) : 8 8.10 (d, J = 8.1 Hz, 1H) , 7.40-6.90 (m, 10H) , 6.66-6. 

6 9 mi£# 2003-302772C 



#2 00 2-291137 



59 (m, 1H), 6.54 (s., 2H) , 4.81-4.45 (m, 2H) , 3.90-3.65 (m, 6H) , 3.61-3.1 
5 (m, 2H), 2.78-2.36 (m, 2H) , 2.32 (s, 3H) , 2.18-1.79 (m, 5H). 

[0 2 0 8] 
mMW2 (4) 

(4- (N — (3, 5 -P* h3f£/-4 -^f^7x-^^-;i/) -N- ( 

3 -7x-;i/^ntf;i/) y^y*^;v) 7i-/i^) WW. 

[ft 5 4 ] 



o 




COOH 



TLC : Rf 0.61 (^nn^^> : *#^-;i/=9 : 1) ; 
NMR (CDCI3) : 8 7.34-6.90 (m, 9H) , 6.52 (s, 2H) , 4.70, 4.50 (s, 2H) , 
3.78 (s, 2H), 3.64 (s, 6H) , 3.63, 3.19 (s, 2H) , 2.65, 2.41 (s, 2H) , 2.13 
-1.78 (m, 5H)„ 

[0 2 0 9] 

mmm s en - 3 (58) 

[0 2 10] 

^113 (l) 

2- (4- (N-^^n;v^j;b^-;b-N- (2-7i-W^) y ^ 7 



ffiffi#2003-3 



#2 002—291137 



Ht5 5] 




TLC : R f 0.63 (#nnjJ>;i/i> : J-)V= 14:1) ; 
# NMR (DMS0-d 6 ) : 8 7.72 (dd, J = 7.5, 1.5 Hz, 1H) , 7.55-7.51 (m, 1H) , 
7.45-7.38 (m, 4H) , 7.36-7.22 (m, 9H) , 7.20-7.16 (m, 1H) , 7.09-7.05 (m, 2 
H), 4.63 (s, 2H), 3.54' (t, J = 7.5 Hz, 2H) , 2.85 (t, J = 7.5 Hz, 2H)„ 
[0211] 

mmms (2) 

2- (4- (n—>? n^>^;p*;i/iK~;v-N- (2-7x-Mf^) 
lib 5 6 ] 




TLC : Rf 0.63 (^an*M : *#y-;V = 14:1) ; 
NMR (DMS0-d 6 ) : 8 7.71 (dd, J = 7.5, 1.5 Hz, 1H) , 7.54-7.50 (m, 1H) , 
7.44-7.40 (m, 1H) , 7.36-7.17 (m, 10H) , 4.59 (s, 2H) , 3.56 (t,' J = 7.5 Hz 
, 2H), 3.00-2.90 (m, 1H) , 2.83 (t, J = 7.5 Hz, 2H) , 1.80-1.50 (m, 8H)„ 
[0 2 12] 



7 1 



ffiSE4f 20O3-302772C 



#2 002 — 291137 



2- (4- (N-7 iL-JVZ))Vtf-)V-N- (2- (2 - ;* b^ri/7x-;i/) a: 
[ft5 7] 




TLC : Rf 0.57 (^DCI/J^l/A : *#y-;i/=9 : 1) ; 
NMR (DMS0-d 6 ) : 5 7.72 (dd, J = 7.5, 1.5 Hz, 1H) , 7.53 (dt, J = 1.5, 
7.5 Hz, 1H), 7.45-7.27 (m, 11H) , 7.20-7.16 (m, 1H) , 7.02-6.99 (m, 1H) , 6 
.89 (d, J = 8.0 Hz, 1H), 6.84 (t, J = 8.0 Hz, 1H) , 4.64 (brs, 2H) , 3.66 
(s, 3H), 3.49 (t, J = 7.5 Hz, 2H) , 2.84 (t, J = 7.5 Hz, 2H)„ 
[0 2 13] 

mmms (4) 

2- (4- (N-7x-^M-^-N- (2- (3 h^i/7x-;i/) X 

^;i/> r^j^^jv) 731— ji) &M>mn 

[^5 8] 

OCH3 




ffiH4# 2003-302772C 



#2 0 0 2-^291137 



TLC : Rf 0.57 (^on*^ : *#7-;i/=9 : 1) ; 
NMR (DMS0-d 6 ) : 5 7.72 (d, J = 6.5 Hz, 1H) , 7.55-7.52 (m, 1H) , 7.45-7 
.28 (m, 11H), 7.15 (t, J = 7.7 Hz, 1H) , 6.76 (dd, J = 8.5, 1.5 Hz, 1H) , 
6.67-6.62 (m, 2H) , 4.63 (brs, 2H) , 3.72 (s, 3H) , 3.53 (t, J = 7.2 Hz, 2H 
), 2.82 (t, J = 7.2 Hz, 2H)„ 

[0 2 14] 
gjjj (5). 

2- (4- (N-7x^W-Jl/-N- (2- (4 - ^ h*^? ^—JV) X 

*ji>) y$. v^-ji) &&^wi 

[ft 5 9] 




TLC : Rf 0.57 (^nn*M : J-Jl>=9 : 1) ; 
NMR (DMS0-d 6 ) : 6 7.72 (dd, J = 7.5, 1.5 Hz, 1H) , 7.54 (dt, J = 1.5, 
7.5 Hz, 1H), 7.45-7.28 (m, 11H) , 7.00-6.96 (m, 2H) , 6.84-6.80 (m, 2H) , 4 
.62 (brs, 2H), 3.73 (s, 3H) , 3.49 (t, J = 7.2 Hz, 2H) , 2.78 (t, J = 7.2 
Hz, 2H)i 

[0 2 15] 

mmms (6) 

2- (4- (N - 7 ^—;\sjl)ltf—)l-N - (2- (2-^DU7i-^) 



ffiSE4# 2 0 0 3 -3 0 
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UtQ 0] 




TLC : Rf 0.62 (PUUtisA/l* : ;-)l=Q : 1) ; 
# NMR (DMS0-d 6 ) : 5 7.72 (dd, J = 7.5, 1.5 Hz, 1H) , 7.54 (dt, J = 1.5, 
7.5 Hz, 1H), 7.45-7.17 (m, 15H) , 4.65 (brs, 2H) , 3.57 (t, J = 7.3 Hz, 2H 
) , 2.99 (t, J = 7.3 Hz, 2H) 0 

[0 2 16] 
mmmS (7) 

2- (4- (N-7x- ;i/#;i/7}?— ;i/-N- (2- (4 -^nn7x-ji/) 
T ^ J 7i-;i/) $A$gfc 

UK 6 1 ] 




TLC : Rf 0.62 (*na/ft;i/A : *#y-;i/=9 : 1) ; 

NMR (DMSO-dg) : 8 7.73-7.71 (m, 1H) , 7.56-7.52 (m, 1H) , 7.45-7.26 (m, 

13H), 7.12-7.07 (m, 2H) , 4.62 (brs, 2H) , 3.54 (t, J = 7.3 Hz, 2H) , 2.84 

(t, J = 7.3 Hz, 2H)„ 
[0 2 17] 



7 4 
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mmms (8) 

2- (4- (N-7x^«-^-N- (2- (3, 4-^^nD7x-^ 
) X^^) 7^>>*^;i/) 7xUl/) £S#^ 

CI 




TLC : Rf 0.62 (^nn*M : J-Jl=9 : 1) ; 

NMR (DMS0-d 6 ) : 8 7.73-7.71 (m, 1H) , 7.56-7.52 (m, 1H) , 7.49-7.27 (m, 

13H), 7.08-7.04 (m, 1H) , 4.63 (brs, 2H) , 3.57 (t, J = 7.3 Hz, 2H) , 2.86 

(t, J = 7.3 Hz, 2H)„ 
[0 2 18] 

mmm3 (9) 

2- (4- (n-7x-;v*;vtK-;v-n- (2- (4-^^7x-^) x*- 

Cft6 3] 




TLC : R f 0.67 (^DntWl/A : J-Jl= 9:1) ; 



ffi|E$# 2003-302772C 
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© 

NMR (DMSO-dg) : 8 7.72 (d, J = 7.5 Hz, 1H) , 7.55-7.52 (m, 1H) , 7.44-7 
.28 (m, 11H), 7.07-7.04 (m, 2H) , 6.96-6.93 (m, 2H) , 4.62 (s,'2H), 3.50 ( 
t, J = 7.5 Hz, 2H), 2.80 (t, J = 7.5 Hz, 2H) , 2.25 (s, 3H)„ 
[0 2 19] 

mmms (1 o) 

2- (4- (N — (4-^^7i-MM-^) — N — (2.-7x-;i/3i^ 
[ft 6 4 ] 




tlc : Rf o.50 (^nn^;i/A : ^^y-;i/=9' : i) ; 

NMR (DMS0-d 6 ) : 8 7.73-7.71 (m, 1H) , 7.53 (dt, J = 1.5, 7.5 Hz, 1H) , 
7.43 (dt, J = 1.5, 7.5 Hz, 1H) , 7.36-7.16 (m, 12H) , 7.10-7.06 (m, 2H) , 4 
.62 (brs, 2H), 3.54 (t, J = 7.3 Hz, 2H) , 2.85 (t, J = 7.3 Hz, 2H) , 2.34 
(s, 3H) 0 

[0 2 2 0] 

mams an 

2- (4- (N- (4-^Dn7i-^W-Jl') -N- (2-7i-Mf 



ffiSE*f#2 003-3 0 2772C 



#2 002—291137 



Mb 6 5] 




T L C : R f 0.50 n P2j\;i/i* : X# J —)\/= 9:1) ; 
# NMR (DMS0-d 6 ) : 8 7.72 (dd, J = 7.5, 1.5 Hz, 1H) , 7.53 (dt, J = 1.5, 
7.5 Hz, 1H), 7.45-7.41 (m, 3H) , 7.36-7.24 (m, 9H) , 7.21-7.17 (m, 1H) , 7. 
11-7.06 (m, 2H), 4.62 (brs, 2H) , 3.55 (t, J = 7.3 Hz, 2H) , 2.86 (t, J = 
7.3 Hz, 2H) 0 

[0 2 2 1] 

mmms d 2) 

2- (4- (N — (4 hn-7x— JljjJVtf— -N- (2-7i-^Xf 
Mb 6 6] 




TLC : Rf 0.50 (?nn>ft;i/A : ;* # 7 —/I/- 9 : 1) ; 
NMR (DMSO-dg) : 8 8.20 (d, J = 8.5 Hz, 2H) , 7.73 (d, J = 7.5 Hz, 1H) , 
7.56-7.51 (m, 3H) , 7.43 (t, J = 7.5 Hz, 1H) , 7.36-7.24 (m, 7H) , 7.22-7. 
18 (m, 1H), 7.14-7.05 (m, 2H) , 4.64 (brs, 2H) , 3.60-3.52 (m, 2H), 2.88 ( 



ffi$E# 2003-302772C 



002 — 291137 

t, J = 7.5 Hz, 2H) 0 
[0 2 2 2] 

2- (4- (N- (4 ^^J^tK— — N — (3-7i-^ 

Iit6 7] 



O 



CH 3 Q 




TLC: Rf 0.48 (^DD : S —/I/- 9:1); 

NMR (DMS0-d 6 ) : 8 12.70 (s, 1H) , 7.72 (dd, J = 1.5, 7.8 Hz, 1H) , 7.57 
(dt, J = 1.5, 7.8 Hz, 1H), 7.45 (dt, J = 1.5, 7.8 Hz, 1H) , 7.40-7.00 (m 
, 12H), 6.94 (d, J = 8.4 Hz, 2H) , 4.65 (m, 2H) , 3.79 (s, 3H) , 3.30 (m, 2 
H) , 2.60-2.40 (m, 2H)., 1.95-1.80 (m, 2H)„ 
[0 2 2 3] 

mmms (14) 

2- (4- (N — (4 - 7h*V'7^.—)\ji3)\''fc—fr') -N- (3-7i-;i/^ 
[ft6 8] 



O 




TLC : Rf 0.60 (^nOJhM : J-JV= 9:1); 



ffi§E# 2 0 0 3 -3 



#2002-291137 

NMR (DMS0-d 6 ) : 8 7.91 (dd, J = 1.2, 7.5 Hz, 1H) , 7.55 (dt, J =1.5, 7 
.5 Hz, 1H), 7.40 (dt, J =1.5, 7.5 Hz, 1H) , 7.35-7.10 (m, 12H) , 6.84 (d, 
J = 9.0 Hz, 2H), 4.80-4.-60 (m, 2H) , 3.95 (t, J = 6.6 Hz, 2H) , 3,60-3.40 
(m, 2H), 2.70-2.40 (m, 2H) , 2.00 (m, 4H) , 1.60-1.40 (m, 2H) , 0.97 (t, J 
= 7.5 Hz, 3H)„ 

[0 2 2 4] 

mmm3 a 5) 

2- (4- (N-7i-;i//ilM-Jl/-N- (3 -7x.—)V?U 7 J * 

• [ft 6 9 ] 



o 




T L C : R f 0.24 : ff^X^;i/ = 2:1) ; 

NMR (DMS0-d 6 ) : 8 12.70 (s, 1H) , 7.72 (dd, J = 1.2, 7.2 Hz, 1H) , 7.56 
(dt, J = 1.2, 7.5 Hz, 1H), 7.50-6.95 (m, 16H) , 4.80-4.40 (m, 2H) , 3.50- 
3.10 (m, 2H), 2.70-2.30 (m, 2H) , 2.00-1.80 (m, 2H)„ 
[0 2 2 5] 

mmm sue) 

2- (4- (N — ( 1 -7il JV- 5 - 7X1 fcf;i/tf^y-;i/- 4 -^;i/#;i/7ffr. 



fflfE# 2003-302772C 



4#2 00 2 — 291137 

m 

[ft 7 0] 



H 3 C 




• TLC : Rf 0.26 (P?UU**y : @f^x^;i/=2 : 1) ; 

NMR (DMS0-d 6 ) : 8 12.60 (s, 1H) , 7.80-7.10 (m, 19H) , 4.74 (s, 2H) , 3. 
42 (t, J = 7.2 Hz, 2H), 2.75 (t, J = 7.8 Hz, 2H) , 2.60-2.50 (m, 2H) , 2.0 
0-1.80 (m, 2H), 1.40-1.30 (m, 2H) , 0.70 (t, J = 7.5 Hz, 3H)„ 
[0 2 2 6] 

mmms a d 

2- (4- (N- (i-y&v>>-i — f ;t/#;i/jtf-;i/) -n- (3-7i-^ 

Eft 7 1] 




TLC : Rf 0.50 (^D0*;bi=. : **>>-/b=9 : 1) ; 
NMR (DMS0-d 6 ) : 8 12.85-12.60 (br, 1H) , 8.00-7.95 (m, 2H) , 7.80-7.02 
(m, 17H), 6.76-6.73 (m, 1H) , 4.86 and 4.36-4.27 (m, 2H) , 3.85-3.66 and 3 
.40-3.20 and 3.10-2.85 (br, 2H) , 2.69-2.64 and 2.21-2.16 (m, 2H) , 2.06-1 

8 0 . 2003-302772C 



#2002-291137 

& ■ 

.96 and 1.77-1.61 (m, 2H)„ 
[0 2 2 7] 

2 - (4- (N — (2-9DD-4, 5 - f> 3f£/:7 -N 

- (3 -7i-;^d tf;v) 7 ^ y 7x-;i/) 

[ft7 2] 

CI o 




TLC : Rf 0.50 (V?UU**y : *#^-;V = 15:1) ; 
NMR (DMSO-dg) : 8 12.70 (brs, 1H) , 7.75-6.85 (m, 15H) , 5.05-4.30 (m, 
2H), 3.82-3.60 (m, 6H) , 3.20-2.95 (m, 2H) , 2.70-2.60 (m, 1H) , 2.40-2.30 
(m, 1H), 2.00-1.60 (m, 2H)„ 
[0 2 2 8] 
(1 9) 

2- (4- (N — (4 -S?yj]/*U* Y*cV7x.— ;i/) -n- (3- 

Mb 7 3] 



o 




TLC : Rf 0.44 (i?t?UU**y : @f^x3W= 19:1) ; 

NMR (DMSO-dg) : 8 7.72-7.00 (m, 18H) , 4.80-4.40 (m, 2H) , 3.50-3.00 (m 

8 1 2003-302772C 



#2 00 2-291137 

, 2H), 2.70-2.30 (m, 2H) , 2.00-1.80 (m, 2H) 0 
[0 2 2 9] 

mrnms (20) 

2- (4- (N — (2, 5-i?^Dn7x-^M-^) — N — ( 3 - V -x.— 
[ft 7 4] 



CI O 




TLC : Rf 0.46 (^nn^^> : *#7-;V=l 9:1); 
NMR (DMS0-d 6 ) : 8 8.00-6.90 (m, 16H) , 5.00-4.30 (m, 2H) , 3.80-2.90 (m 
, 2H), 2.70-2.30 (m, 2H) , 2.00-1.70 (m, 2H)„ 
[0 2 3 0] 

mmmz (2 1) 

2- (4- (N — (2, 5-^b^f>>7x-^^-^ -N- (3-7ai 
[tf;7 5] 



o 




TLC : Rf 0.81 (VVUUZZy : **J-fr= 5:1); 

NMR (DMSO-dg) : 8 7.80-6.80 (m, 16H) , 5.00-4.40 (m, 1H) , 4.36-3.75 (m 

, 1H), 3.74-3.60 (m, 6H) , 3.30-2.95 (m, 2H) , 2.70-2.30 (m, 2H) , 1.90-1.6 

8 2 ffiH# 2003-302772 0 



4#2 002-291137 

0 (m, 2H)„ 

[0 2 3 1] 

mmm 3(22) 

2- (4- (N — (4 h dpi/73i =Lfy**JVflJltf—;V) — N — (3-7x 
[ft7 6] 




TLC : Rf 0.64 (VVUU^&y : *$J-)V=5 : 1) ; 
NMR (DMSO-dg) : 8 7.80-6.80 (m, 17H) , 4.65-4.50 (m, 2H) , 3.73-3.60 (m 
, 5H), 3.40-3.20 (m, 2H) , 2.60-2.40 (m, 2H) , 1.80-1.70 (m, 2H) B 
[0 2 3 2] 

mmm a (23) 

2- (4- (N — (2, 5-^nn7i-^») -N- (3- (4- 
[AJ7 73. ■ 



CI O 




TLC : Rf 0.50 (*?9UU*#y : *#y-;i/=l 5:1); 

NMR (DMSO-dg) : 8 7.80-7.10 (m, 12H) , 6.85-6.65 (m, 3H) , 5.00-4.30 (m 

8 3 ffiSE# 2003-3027720 



*ff 2 00 2 — 291137 



, 2H), 3.80-3.60 (m, 3H) , 3.20-2.80 (m, 2H) , 2.60-2.20 (m, 2H) , 2.00-1.6 
0 (m, 2H). 

[0 2 3 3] 

mmms (24) 

2- (4- (n- (3, 5 -s;* h^i/7x-;i/^f;i/) -n- (2-y^-;v 
[ft 7 8] 

o 




TLC : Rf 0.42 (^DD^^> : **>>-/l/=9 : 1) ; 
NMR (CDClg) : 8 7.93 (dd, J = 6.6, 6.6 Hz, 1H) , 7.55 (m, 1H) , 7.42 (m 
, 1H), 7.35 (d, J = 7.5 Hz, 1H) , 7.38-7.02 (m, 9H) , 6.36(s, 2H) , 6.21 (d 
, J = 2.1 Hz, 1H), 4.64 (s, 1H) , 4.55 (s, 1H) , 4.43 (s, 1H) , 4.35 (s, 1H 
), 3.75 (s, 3H), 3.74 (s, 3H) , 3.02 (m, 2H) , 2.72 (m, 2H)„ 

[0 2 3 4] 
iM3 (2 5) 

2- (4- (N — (3, 5-^^nD7i-;Wf;i/) — N — ( 2 -7x-M 
[ft7 9] 



o 




8 4 mH# 2003-302772C 
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TLC : Rf 0.44 (^nn*#> : J-Jl=9 : 1) ; 
NMR (CDClg) : 8 7.94 (m, 1H) , 7.54 (m, 1H) , 7.45-6.90 (m, 14H) , 4.62- 
4.25 (m, 4H), 3.10-2.98 (m, 2H) , 2.80-2.56 (m, 2H)„ 
[0 2 3 5] 
(2 6) 

2- (4- (n — (2- (4-hU7Mn^f^7x- J rt/) m^;i/#;i/>tf— Ji> 
) _N- (4-7;vtD7x-wf;i/) r ^ ; 7i-^) 

[ft8 0] 



O 




TLC : Rf 0.40 (i??nn*#> : ;*#7-;i/=9 : 1) ; 
NMR (CDClg) : S 7.94 (dd, J = 8.4, 8.4 Hz, 1H) , 7.62-6.92 (m, 15H) , 4 
.57 (m, 2H), 4.40 (m, 2H) , 3.09 (t, J = 7.5 Hz, 2H) , 2.74 (m, 2H)„ 
[0 2 3 6] 

mmms (27) 

2- (4- (n — (2 - (2, 6-i>^nn7i-^) x^/i/;fr/i/jtf— /i/) -n 



ffif£# 2003-302772C 



#2 002 — 291137 

© 



[ft8 1] 




TLC : Rf 0.42 (^^0D^> : *9J-Jl=9 : 1) ; 
NMR (CDC1 3 ) : 8 7.95 (dd, J = 6.9, 6.9 Hz, 1H) , 7.60-6.95 (m, 14H) , 4 
.61 (m, 2H), 4.46 (m, 2H) , 3.36 (m, 2H) , 2.70 (m, 2H) 0 
[0 2 3 7] 

mmms (2 s) 

2- (4- (N- (2- (4-7^tD7i-M n ;v) — N — ( 

[ft8 2] 



O 




TLC : Rf 0.36 (^^QQ^> : **J-H=9 : 1) ; 
NMR (CDC1 3 ) : 8 7.95 (dd, J = 7.5, 7.5 Hz, 1H) , 7.62-7.15 (m, 12H) , 7 
.10-6.70 (m, 3H), 4.61 (m, 2H) , 4.42 (m, 2H) , 3.10 (t, J = 7.5 Hz, 2H) , 
2.80-2.65 (m, 2H) e 
[0 2 3 8] 



ffiIE#2 0 03-302772C 



#20 0 2-29 1137 

m 

mmms (29) 

2- (4- (N- (2- (2, 6-^^nn7i-^ — N 

lit 8 3 ] 




TLC : Rf 0.33 (i?^Dn^^> : *#^-;i/=9 : 1) ; 
NMR (GDClg) : 8 7.95 (dd, J = 7.5, 7.5 Hz, 1H) , 7.58 (m, 1H), 7.44 (m 
,. 1H), 7.40-7.15 (m, 9H) , 7.10-6.92 (m, 3H) , 4.65 (m, 2H) , 4.49 (m, 2H) 
, 3.41-3.32 (m, 2H) , 2.78-2.60 (m, 2H)„ 

[0 2 3 9] 
llij (3 0) 

2- (4- (n — (2- (2, 6-y?nn7x-;i/) -n 
- (3, 5-i;^nn7x-^/^f;i') 7x-^'» 



8 7 
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Hfe 8 4 ] 




4.55 (m, 4H), 3.15-3.05 (m, 2H) , 2.70-2.50 (m, 2H) 0 
[0 2 4 0] 

mmm3 (3 n 

2- (4- (N- (2- (3 - h'j7;i/tn^ h ^i/^ 

;V) -N- (3, 5-^nD7i-W^) 7 ^ J ff-fr) 7 31 i/ 

) 

[its 5] 



o 




ffifflEff 2003-302772C 



*j#2 002-291137 

& 

T LC : R f 0.39 (V 9 UU* #y i * 9 J —fr = 9:1); 
NMR (DMS0-d 6 ) : 8 7.82 (d, J = 7.5 Hz, 1H) , 7.55 (m, 1H) , 7.47 (m, 1H 
), 7.35 (m, 1H), 7.29-7.06 (m, 8H) , 6.92 (m, 1H) , 6.87-6.80 (m, 2H) , 4.6 
0-4.45 (m, 4fl), 2.95-2.65 (m, 4H) 0 
[0 2 4 1] 

mmms (3 2) 

2- (4- (n- (4-i;7;wn^h=3pj/7i3«-^) -n- (3- 

m o 




TLC : Rf 0.68 (£^nn*#> : J-)l=9 : 1) ; 

NMR (DMSO-dg) : 8 8.00-6.80 (m, 18H) , 4.80-4.40 (m, 2H) , 3.50-3.00 (m 

, 2H), 2.70-2.20 (m, 2H) , 2.00-1.70 (m, 2H)„ 

[0 2 4 2] 
HM3 (3 3) 

2- (4- (N — (3, 5-^h^i/7x-M^--«/) -N- (3-7x 

n ;i/^ntf;i/) 7^*^) 7i-W^J/) 



8 9 



ffitiE^I 2003-3027720 



#2002—2 91137 

[ft 8 7] 



O 




• TLC : Rf 0.50 (i?>7UU*$y : *#y~;i/=9 : 1) ; 

NMR (DMSO-dg) : 8 7.85-6.40 (m, 16H) , 4.70-4.30 (m, 2H) , 3.80-3.60 (m 
, 6H), 3.40-3.30 (m, 2H) , 2.60-2.30 (m, 2H) , 1.90-1.70 (m, 2H)„ 
[0 2 4 3] 

mmms (3 4) 

2- (4- (N — (4-i?7^tn^ -N- (3- 

7 ai— ^/^ntr;i/) T 5. :7x-;i,#3f */) - 4 - * h 3f >>£S#M 

[ft 8 8] 



o 




TLC : Rf 0.65 (^DD^^ : 9 : 1) ; 

NMR (DMSO-dg) : 6 7.90-6.45 (m, 17H) , 4.70-4.40 (m, 2H) , 3.76 (s, 3H) 
, 3.40-3.00 (m, 2H) , 2.70-2.30 (m, 2H), 1.80-1.70 (m, 2H). 
[0 2 4 4] 

9 0 ffifEff 2003-302772C 



#2 00 2 — 291137 

m 

mnM3 o 5) 

2- (4- (N — (3, 5 -N- (3-7:* 

-;i/^nif;i/) y^y*^;i/) ^ai-^^-^s/) - 4 - * h 

lit 8 9 ] 



o 




TLC : Rf 0.73 (*^Dn>*> : *#7-;V=9 : 1) ; 
NMR (DMS0-d 6 ) : 8 7.90-6.45 (m, 15H) , 4.70-4.30 (m, 2H), 3.80-3.60 (m 
, 9H), 3.40-3.00 (m, 2H) , 2.60-2.30 (m, 2H) , 1.90-1.70 (m, 2H)„ 
[0 2 4 5] 

mmms (3 gj 

2- (4- (N — (3, 4, 5~hV *h*cis7^-ftj3fr-tf=-JV) -N- (3 
Hfc9 0] 

b 




TLC : Rf 0.63 (i?^DD^^> : *#^-;i/=9 : 1) ; 



9 1 



fflSE"4#2 003-3027720 



#2002—291137 

m 

NMR (DMS0-d 6 ) : 8 7.83 (dd, J = 1.5, 7.8 Hz, lfl) , 7.60-7.50 (m, 1H) , 
7.40-6.90 (m, 9H) , 6.89 (d, J = 8.7 Hz, 2H) , 6.63 (s, 2H) , 4170-4.40 (m, 

2H), 3.80-3.60 (m, 9H) , 3.40-3.00 (m, 2H) , 2.80-2.30 (m, 2H) , 2.00-l;80 

(m, 2H) 0 

[0 2 4 6] 

mmms o 7) 

2- (4- (N — (2, 5-i;^D7xlW^) -N- (3-7i- 
• CI o 




TLC : Rf 0.64 (V9UU**y : *Z : 1) ; 

NMR (DMS0-d 6 ) : 8 7.90-6.80 (m/ 16H) , 4.90-4.20 (m, 2H), 3.80-2.80 (m 
, 2H), 2.70-2.30 (m, 2H) , 1.95-1.60 (m, 2H) 0 
[0 2 4 7] 

mmms (3 8) 

2- (4- (N- (3, 5 -s;^ h^ri/-4 -^^;v7x~;v^j;i/jK-;v) -n 



ffiE# 2003-302772C 



#2002-29 1137 



[ft; 9 2] 




# TLC : Rf 0.38 (i?^Dn^^> : J-Jl=Q : 1) ; 

NMR (CDC1 3 ) : 8 8.22 (dd, J = 7.8, 1.8 Hz, 1H) , 7.48 (ddd, J = 7.8, 7 
.2, 1.8 Hz, 1H), 7.43-6.91 (m, 10H) , 6.89-6.77 (m, 1H) , 6.54 (s, 2H) , 4. 
79-4.42 (m, 2H) , 3.86-3.13 (m, 8H) , 2.77-2.31 (m, 2H) , 2.16-1.78 (m, 5H) 

o 

[0 2 4 8] 
H1M3 (3 9) 

2- (4- (N- (3, 4, 5-h'J7Mn7x->n/*M-^) — N — (3 



[ft 9 3 3 




TLC : Rf 0.41 (WUU*&y : : 1) ; 

NMR (CDGI3) : 8 8.22 (dd, J = 8.1, 1.8 Hz, 1H) , 7.50 (ddd, J. = 8.1, 7 

9 3 ffi|E# 2003-302772C 



#2 002-291137 



.2, 1.8 Hz, 1H), 7:38-6.84 (m, 13H) , 4.79-4.31 (m, 2H) , 3.58-3.03 (m, 2H 
), 2.79-2.37 (m, 2H) , 2.05-1.76 (m, 2H) D 
[0 24 9] 

mtews (4 o) 

2- (4- (N — (3, 5 -s^^^;v-4 -n 

[ft9 4] 

o 




T LC : R f 0.36 (V9UU*9y : J -Jl= 9:1) ; 
NMR (CDClg) : 8 8.22 (dd, J = 8.1, 1.8 Hz, 1H) , 7.48 (ddd, J = 8.1, 7 
.5, 1.8 Hz, 1H), 7.40-6.90 (m, 12H) , 6.87-6.80 (m, 1H) , 4.79-4.38 (m, 2H 
), 3.72 (s, 3H), 3.57-3.12 (m, 2H) , 2.76-2.37 (m, 2H) , 2.27 (s, 6H) , 2.0 
6-1.78 (m, 2H) 0 

[0 2 5 0] 

mmms u n 

2- (4- (N- (2, 3, 4-h'J^h*i/7x~^;i/^) — N — (3 



9 4 ffilE^ 2 0 0 3 -3 



#2 002-291137 




# TLC:Rf 0.59 (^nn^*>:^*>^=9: 1) ; 

NMR (CDC1 3 ) : 8 8.26-8.18 (m, 1H) , 7.53-6.64 (m, 14H) , 5.35-4.21 (m, 
2H), 3.97-3.81 (m, 9H) , 3.30-2.96 (m, 2H) , 2.74-2.35 (m, 2H) , 2.02-1.65 
0», 2H)„ 

[0 2 5 1] 
HffiM3 (4 2) 

2- (4- (N — (2, 3, 6-hVyjV7tUy.3L-)]/i3)\y^-JV) -N- (3 
HIS 9 6] 



F O 




TLC : Rf 0.44 (P?UU*$y : ;*#>>-;i/=9 : 1) ; 

NMR (CDClg) : 8 8.24-8.16 (m, 1H) , 7.53-7.45 (m, 1H) , 7.37-6.79 (m, 1 

3H), 4.88-4.38 (m, 2H) , 3.60-3.04 (m, 2H) , 2.78-2.39 (m, 2H) , 2.03-1.75 



9 5 



ffi$E#2 003-302772C 



#2002—29113 7 

(m, 2H)„ 

[0 2 5 2] 
gjjj (4 3) 

2- (4- (n — (3, 5 bdri/-4 -^^>^73i— -n 
- (3 -^x-^^atf;i/) 73 / *^/i>) 7i-M^fi/) -4-?nn£& 



O 




T L C : R f 0.70 n d ;* # > : ;* # 7 -;i/ = 9 : 1 ) ; 

NMR (GDClg) : 5 8.12 (d, J = 8.7 Hz, 1H) , 7.50-6.70 (m, 11H) , 6.54 (s 
, 2H), 4.80-4.50 (m, 2H) , 3.90-3.60 (m, 6H) , 3.60-3.10 (m, 2H) , 2.80-2.4 
0 (m, 2H), 2.20-1.80 (m, 5H) e 
[0 2 5 3] 

mmm3 (4 4) 

2- (4- (n- (2- (2, 6-i;^nn7i-;v) si^jviuvtf-ji) -n 
- (2-h'j7;wn^f;i/7.i^^f^) 7x-M^i/) 



9 6 



2003-302772C 



#2002-29 1137 



lit 9 8] 




TLC : Rf 0.43 (t??UU*&y : J-)l=9 : 1) ; 
NMR (DMS0-d 6 ) : 8 7.82 (dd, J = 7.8, 1.8 Hz, 1H) , 7.77-7.14 (m, 11H) , 
6.96-6.83 (m, 3H) , 4.75-4.67 (m, 2H) , 4.60-4.53 (m, 2H) , 3.20-3.05 (m, 
2H), 2.80-2.45 (m, 2H) Q 
[0 2 5 4] 

mmms (4 5) 

2- (4- (n — (2- (3 -^nn7iiii/) -n- (2 

-hU7Mn^f^7x-;Mf;i/) T^y^^;v) 7 x— ;!/;*• *s>) 5c&# 



fflSEff 2 0 0 3 -3 



#2 002-291137 



[ft 9 9] 




TLC : Rf 0.38 (>^nn^>: *#>r-;b=9 : 1) ; 

NMR (DMS0-d 6 ) : 8 7.85-7.10 (m, 13H) , 6.98-6.80 (m, 3H) , 4.70-4.45 (m 
, 4H), 2.98-2.60 (m, 4H) 0 
[0 2 5 5] 

mrnma (4 6) 

2- (4- (N- (3, 5 -P* h^S/-4— *^;p7:n-;i/;27;i/jtf-;i') -n 
- (3- (3-7;i/tn7x-^) ^ntf;i/) 71- 

[ft 10 0] 



0CH3 W^S) 



COOH 



9 8 



ffifE# 2003-302772C 



#2002—291137 

TLC : Rf 0.46 (S??nn*#> : *$J-Jl>=9 : 1) ; 
NMR (DMS0-d 6 ) : 5 12.82 (brs, 1H) , 7.82 (dd, J = 7.8, 1.8 Hz, IE), 7. 
55 (m, 1H), 7.38-6.92 (m, 8H) , 6.88 (d, J = 8.7 Hz,. 2H) , 6.55 (s, 2H) , 
4.75-4.38 (m, 2H) , 3.80-3.58 (m, 6H) , 3.40-3.00 (m, 2H) , 2.68-2.30 (m, 2 
H), 1.98 (s, 3H), 1.96-1.70 (m, 2H)„ 
[0 2 5 6] 

mmms up 

(2- (4- (N — (4 h3f >>:7x-;i/#;vjtf-;v) -N- ( 3 -7ii;b 
^nfcf;i/) r$;*m) 7i-;i/) 7i-;i/) mm 
• [ftioi] 



o 




TLC : Rf 0.56 (>^Dn^> : ;* # ./-;!/ = 15:1) ; 
NMR (CDClg) : 8 7.45-6.90 (m, 15H) , 6.86 (d, J = 8.7 Hz, 2H), 4.80-4. 
50 (m, 2H), 3.81 (s, 3H) , 3.60 (s, 2H) , 3.60-3.20 (m, 2H) , 2.70-2.40 (m, 
2H), 2.00-1.80 (m, 2H)„ 
[0 2 5 7] 

mmm3 (4 8) 

(2- (4- (N — (3, 5 -V* h=3ri/7x~;i/^j;V^-;i/) -N- (3-7 



9 9 



2003-3027720 



#2 002-291137 

©. 

lit 1 0 2 ] 



O 




TLC : Rf 0.53 (i?^DU^^> : *#7-;V = 15:1); 
NMR (DMS0-d 6 ) : 8 7.40-6.90 (m, 14H) , 6.60-6.50 (m, 2H) , 4.80-4.40 (m 
# , 2H), 3.80-3.60 (m, 6H) , 3.60-3.10 (m, 4H) , 2.70-2.30 (m, 2H) , 2.00-1.8 
0 (m, 2H)„ 

[0 2 5 8] 

mmms (4 9) 

(2- (4- (N — (2, 5-i?^nn7i-;^M-^) -N- (3-7ai 
[ftl0 3] 



CI o 




TLC : Rf 0.54 (V*7UU*Zy : * # ^ -;V= 19:1) ; 

NMR (DMSO-dg) : 8 7.60-6.80 (m, 16H) , 5.00-4.30 (m, 2H) , 3.80-3.40 (m 

, 2H), 3.30-2.80 (m, 2H) , 2.70-2.30 (m, 2H) , 2.00-1.70 (m, 2H) a 

[0 2 5 9] 
jji 3(50) 

(4 - (N- (3, 4, 5-h'J^h^ri/7xrMM-;i/) -N- (3-7 

;i/7°nt:;v) 7^*^;v) 



10.0 



ffi|E4t 2003-302772C 



#2 00 2-291137 



[ft 1 0 4 ] 



O 



CH 3 0 



CH3O 




COOH 



TLC : Rf 0.24 (*J*7UU*9y : *#7-;V=9 : 1) ; 

NMR (CDClg) : 8 7.40-6.90 (m, 7H) , 6.88 (d, J = 8.7 Hz, 2H) , 6.59 (s, 



2H), 4.70-4.40 (m, 4H) , 3.95-3.60 (m, 9H) , 3.60-3.10 (m, 2H) , 2.75-2.35 
(m, 2H), 2.10-1.80 (m, 2H). 
[0 2 6 0] 

mmm 3(51) 

(4- (N — (3, 5 -V^f-fr- ± -m Kn^fi/7x- -N - 

Cftl0 5] 

o 




TLC : Rf 0.18 (i?^nn^> : *#^-;i/=9 : 1) ; 
NMR (CDGI3) : 8 7.30-6.90 (m, 7H) , 6.98 (s, 2H) , 6.81 (d, J = 8.4 Hz, 
2H), 4.70-4.40 (m, 4H) , 3.50-3.10 (m, 2H) , 2.70-2.30 (m, 2H) , 2.17 (s, 
6H) , 2.00-1.75 (m, 2H) D 

[0 2 6 1] 
mm 3(52) 

(2- (N — (3, 4, 5- hU^ h^ri/7x-;V*;V7K-;i/) — N — (3-7 



10 1 



ffilE# 2 0 0 3 -3 



#2 00 2-291137 



[ft 1 0 6 ] 




CH 3 Q 



CH3O 



HOOC' 

TLC : Rf 0.54 (£^nn*#> : J-Jl=9 : 1) ; 
NMR (CDClg) : 8 7.40-6.40 (m, 11H) , 4.90-4.50 (m, 4H) , 3.95-3.10 (m, 
11H), 2.80-2.40 (m, 2H) , 2.10-1.80 (m, 2H) a 
[0 2 6 2] 

mmm3 (53) 

(2- (N- (3, 5 r-V* V*cl/-4 3L—Jbjl)\/i$=- ;V) — N — ( 

Ut 1 0 7 ] 

o 

CH30, 



H 3 C 




HOOC 

TLC : Rf 0.62 (i??UU**> : *#S—A/=> 9:1); 
NMR (CDClg) : 8 7.40-6.40 (m, 11H) , 4.90-4.50 (m, 4H) , 3.80-3.10 (m, 
8H), 2.80-2.40 (m, 2H) , 2.10-1.80 (m, 5H) 0 
[0 2 6 3] 
(54) 



(3- (N- (3, 4, 5-h'J^h^r$/7x-^;i/5K-;i/) -N- (3-7 



10 2 



ffi§E# 2003-302772C 



#2 002-291137 

C-fbi o 8] 



o 




TLC:Rf 0.48 (V9UU*#y : ;*#y>-;V=9 : 1) ; 
NMR (CDC1 3 ) : 8 7.34-6.90 (m, 9H) , 6.59, 6.51 (s, 2H) , 4.81-4.43 (m, 
# 2H), 3.83-3.10 (m, 13H) , 2.79-2.32 (m, 2H) , 2.12-1.78 (m, 2H)„ 
[0 2 6 4] 
(5 5) 

(3- (N- (3, 5 -P* h*cis-4 -^f;i/7i-^*^JK-^) -N- ( 
3 -7a:-;i/yDtf;i/) T$J**)V) 7x-M^ri/) BEtt 
[flS 1 0 9 ] 



o 




TLC : Rf 0.41 (^OD^^ : *#7-/l/=9 : 1) ; 
NMR (CDClg) : 8 7.33-6.90 (m, 9H) , 6.53, 6.46 (s, 2H) , 4.78-4.43 (m, 
2H), 3.88-3.11 (m, 10H) , 2.74-2.33 (m, 2H) , 2.14-1.73 (m, 5H)„ 
[0 2 6 5] 

mmmz (5 6) 

(4- (N- (3, 4, 5- h y ;* h^ri/7x-;i/^j;i/7}fr.;i/) — N — (3-7 

2-^n^-^) y^y*^) mfe 



10 3 



ffitfc# 2003-302772C 



#2 00 2-291137 

lit 1 1 0 ] 



o 




TLC : Rf 0.29 (*;#nn*#> : ^ # >> -/!/= 9 : 1) ; 
NMR (DMS0-d 6 ) : 8 12.26 (s, 1H) , 7.48-7.18 (m, 9H) , 6.82-6.65 (m, 2H) 
, 6.51 (m, 1H), 6.31 (m, 1H) , 4.72-4.40 (m, 2H) , 4.25-3.80 (m, 2H) , 3.82 
• -3.50 (m, 9H), 3.55 (s, 2H) 0 
[0 2 6 6] 

mmmB (5 7) 

(4- (N — (3, 5 -V* h=3fS/-4 -^f^/7i- -N- ( 
[ftlll] 



o 




TLC : Rf 0.32 (*JZUTl*%y : *#7-;i/=9 : 1) ; 
NMR (DMSO-dg) : 8 12.26 (s, 1H) , 7.50-7.18 (m, 9H) , 6.80-6.44 (m, 3H) 
, 6.31 (m, 1H), 4.75-4.40 (m, 2H) , 4.25-3.84 (m, 2H) , 3.82-3.50 (m, 6H) , 
3.55 (s, 2H), 1.98 (s, 3H) 0 
[0 2 6 7] 

mmms (5 8) 

(4- (N- (3, 5-i;^h^i/7x~;i/*M-;i/) — N — (3 
- 2 -7°n^-Jl/) J 7i-M^ri/) mm 

10 4 JttlEW 2003-302772C 



#2 00 2 — 291137 

% 

[flSl 1 2] 



O 




TLC : Rf 0.34 (^nn*#> : **>f-/l/=9 : 1) 5 
NMR (DMS0-d 6 ) : 8 12.27 (s, 1H) , 7.46-7.12 (m, 9H) , 6.65-6.38 (m, 4H) 
, 6.27 (m, 1H), 4.72-4.40 (m, 2H) , 4.20-3.82 (m, 2H) , 3.82-3.60 (m, 6H) , 
# 3.55 (s, 2H)„ 

[0 2 6 8] 
##M3 

2- (4- (3-7i-^aW Y^J^^)\y) 7 
Ut 1 1 3 ] 




TLC : Rf 0.61 (V9VLU*#Z/ : 9 : 1) ; 

NMR (CDGlg) : 5 7.95-7.90 (m, 1H) , 7.50-7.40 (m, 1H) , 7.30-7.15 (m, 8 
H), 7.00-6.90 (m, 3H) , 3.81 (s, 3H) , 3.76 (s, 2H) , 2.70-2.60 (m, 4H) , 1. 
90-1.80 (m, 2H)„ 



10 5 



m§E# 2003-302772C 



#2 002 — 291137 

[0 2 6 9] 

2- (4- (n- (3, h*rts-4 -ii Kn^i/7i- ;t/#;i/3tf— » 

-N-. (3-7i^yaif;i/) 7^*^/1/) 7x^t*s/) £S#^ • * 

C-ffc 1 1 4 ] 



o 




3, 5-i;^V*>>-4-fcFD^i/^lf® (7 7mg) tf>^* 
7^K (1.5ml) »*tc, ##«3-e»3Sbfefll^« (5 0mg) , jKUV- 
h^tfSM ^ K (4 2 0mg, ##n^## : 800371, T)l3j - 

^;ns?-ft^tfc) > i -fc Kn*M>Xh'j • **n* (60mg 

MJ*T$> (3 4 0mg, * # n : 800230, T^df 7 - 1-r # J n 

Al 2 Og) *7A^D7h^77^- (Itlf^: * # 7 -/l/ = 1 9 : 1 ) iC 

(/\3fi*-> : TO^;i/= 1 : 1) JC*oTifiMHU JB*T©«rt£te #38 
(4 4mg) 

T LC : R f 0.13 i^-fry : MfcX?-/l/ = 1 : 1 ) . 
[0 2 7 0] 

2- (4- (n — (3, 5 -^'^ h^pe/-4 -n Fn^s/73i-;v^;v^— 



10 6 
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#2 002-291137 

— n — <3-7x— /i/^ntr/i/) y^>>*^;i/) ^Mmm 

[ftll5] 



O 




T L C : Rf 0.36 UU*#y : * # J -JV= 12:1); 

NMR (CDClg) : 8 8.22 (dd, J = 1.5, 7.5 Hz, 1H) , 7.50-7.45 (m, 1H) , 7. 
40-7.00 (m, 10H), 6.83 (d, J = 8.1 Hz, 1H) , 6.64 (s, 2H) , 5.55 (s, 1H) , 
4.65 (s, 2H), 3.95-3.70 (m, 6H) , 3.60-3.20 (m, 2H) , 2.70-2.40 (m, 2H) , 2 
.10-1.80 (m, 2H)„ 
[0 2 7 1] 

mmm 5 ( 1 ) - 5 c 1 4 1 ) 

[0.2 7 2] 
ilM5 (1) 

2- (4- (n — (3, 5-^^f;i/-4-nKn^j/7i-;i/*M-^) - 
n- (3 -7ac-;i/^ntr;i/) y ^ 7 7x-;^^t') £S#m 



10 7 
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#2002-2 91137 

CflSl 1 6] 



o 




2H), 2.80-2.40 (m, 2fl) , 2.30-2.20 (m, 6H) , 2.00-1.80 (m, 2H) C 

[0 2 7 3] 
jfeM 5 (2) 

2- (4- (N — (2-!?na-4, 5 -S?^ b^r^7ai-;b*;i/7K-;i/) — N 

ci o 




T L C : R f 0.47 (^Q0^^> : * # 7 -;i/ = 1 2 : 1) ; 
NMR (CDClg) : 8 8.30-6.70 (m, 15H) , 5.30-4.30 (m, 2H) , 4.00-3.75 (m, 
6H), 3.60-3.00 (m, 2H) , 2.80-2.40 (m, 2H) , 2.10-1.80 (m, 2H) D 
[0 2 7 4] 



10 8 



ffi5E# 2003-302772C 



#2002—29 1137 
2- (4- (N — (3, 4, 5 - 1- U ;* b^ri/-7x-^/^;i/jK-;i/) — N— (3 

Cflsii8] 



o 




TLC : Rf 0.37 (*JVUU*Zy : ZZJ-fr** 12:1) ; 
NMR (CDClg) : 8 8.13 (d, J = 8.4 Hz, 1H) , 7.40-6.70 (m, llfl) , 6.61 (s 
, 2H), 4.80-4.40 (m, 2H) , 3.90-3.70 (m, 9H) , 3.60-3.20 (m, 2H) , 2.80-2.4 
0 (m, 2H), 2.10-1.80 (m, 2H) Q 

[0 2 7 5] 
jM5 (4) 

2- (4- (N — (3, 5 -V* h*ri/-4: -t Fn^i/7x-^^/«) 

— n — (3 -7i-ji/7n fcT;u) 7i-M^S/) -4-^nn 



10 9 



miiE4f 2003-302772C 



#2 002 — 291137 



Cftll9] 




• TLC : Rf 0.25 (V>7UU*&y : * Z J -/!/= 12:1) ; 

NMR (CDGlg) : 8 8.13 (d, J = 8.7 Hz, 1H) , 7.40-6.60 (m, 13H) , 5.65 (s 
, 1H), 4.70-4.50 (m, 2H) , 3.90-3.70 (m, 6H) , 3.60-3.20 (m, 2H) , 2.70-2.4 
0 (m, 2H), 2.00-1.80 (m, 2H) 0 

[0 2 7 6] 
iHM5 (5) 

2- (4- (N- (4 -WMrxi* h=ar$/7ai-;i/^;i/#— ;v) — N — (3- 
[fi:i20] 



o 




OOH 



TLC : Rf 0.34 (i?>?nu*#y : *Z S-JU= 12:1) ; 

NMR (CDClg) : S 8.13 (d, J = 8.4 Hz, 1H) , 7.50-650 (m, 16H) , 4.80-4.4 

0 (m, 2H), 3.60-3.10 (m, 2H) , 2.80-2.40 (m, 2H) , 2.00-1.80 (m, 2H)„ 
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ffSSE4# 2003-30. 2 772C 



#2 00 2-291137 

[0 2 7 7] 

ills (6) 

2- (4- (N- (2-^nn-4, 5 -s;* -n 

[ft 1 2 1 ] 



CI o 




TLC : Rf 0.37 (57*nn**> : = 12:1) ; 

NMR (CDClg) : 8 8.15-8.10 (m, 1H) , 7.50-6.70 (m, 13H) , 5.30-4.30 (m, 
2H), 4.00-3.75 (m,6H) , 3.20-2.60 (m, 2H) , 2.50-1.90 (m, 2H) , 1.90-1.60 ( 
m, 2H) 0 

[0 2 7 8] 

mmi! ill 

2- (4- (N- (2, 5. - y ^ n n 7x-;i/^;v^-;i/) -n- (3-7i- 
;v^ntf;i/) 7 5. ; 7i-Wi/) -4-?nn^S#$? 



ill 



miE# 2003-302772C 



#2 002-^291137 




OOH 



TLC : Rf 0.37 (^#nn*#> : * * J 1 2:1) ; 

NMR (CDClg) : 8 8.15-8.10 (m, 1H) , 7.40-6.80 (m, 14H) , 5.20-4.30 (m, 
2H), 3.95-3.00 (m, 2H) , 2.80-2.40 (m, 2H) , 2.10-1.70 (m, 2H) 0 
[0 2 7 9] 

mmm* (8) 

2- (4- (N — (3, 4, 5-h'J^h^i/7i-;i/A^;t/) -N- (3 
lit 1 2 3 ] 



CH 3 0 



CH 3 0 




COOH 



CH3O- 

TLC : Rf 0.37 (*?#UU*$> : *#>>-;i/ = 12:1) ; 
NMR (GDClg) : 8 8.18 (d, J = 8.7 Hz, 1H) , 7.40-6.60 (m, 13H) , 4.80-4. 
50 (m, 2H), 4.00-3.70 (m, 12H) , 3.60-3.20 (m, 2H) , 2.80-2.40 (m, 2H) , 2. 
10-1.80 (m, 2H)„ 



112 
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[0 2 8 0] 

2- (4- (N — (2, 5 -i;^aD7i- /I/ # -N- (3 -7 en- 

;i/^ntr;i/) y^*^^) - 4 - * I* * s/g? ASK 

[ft 1 2 4 ] 
CI o 




COOH 



CH 3 o- 

TLC : Rf 0.38 (i^^nn^^ : J-Jl= 12:1) ; 
NMR (CDCI3) : 8 8.20-8.15 (m, 1H) , 7.40-6.90 (m, 12H) , 6.80-6.70 (m, 
1H), 6.35-6.30 (m, 1H) , 5.20-4.30 (m, 2H) , 3.76 (s, 3H) , 3.90-3.00 (m, 2 
H), 2.80-2.40 (m, 2H) , 2.10-1.70 (m, 2H) C 
[0 2 8 1] 

mmm 5(10) 

2- (4- (N- (3, 4, 5-h'J^h^^7i-W») -N- (3 
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2003-302772C 



#2 0 0 2-29 1137 

m 

[ft 1 2 5 ] ' 



O 




TLC : Rf 0.50 (*J>7nu*9y : : 1) ; 

NMR (CDG1 3 ) : 8 8.13 (d, J = 2.7 Hz, 1H) , 7.43 (dd, J = 8.7, 2.7 Hz, 
1H), 7.39-6.93 (m, 9H) , 6.84-6.77 (m, 1H) , 6.60 (s, 2H) , 4.80-4.38 (m, 2 
H), 3.95-3.63 (m, 9H) , 3.62-3.11 (m, 2H) , 2.78-2.30 (m, 2H) , 2.09-1.79 ( 
m, 2H)„ 

[0 2 8 2] 

mm 5(11) 

2- (4- (N — (3, h 3f 7 -N- (3-7i 

=.^^ntf^) y^7*^;t/) 71-^^) 

[ftl 2 6] 



O 
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#2 00 2 — 291137 

©' 

TLC : Rf 0.49 (PttlU* : J —)V = 9 : 1) ; 
NMR (CDC1 3 ) : 8 8.18-8.13 (m, 1H) , 7.43 (dd, J = 8.7, 2.7 Hz, 1H) , 7. 
39-6.93 (m, 9H) , 6.84-6.77 (m, 1H) , 6.54-6.45 (m, 3H) , 4.79-4.41 (m, 2H) 
, 3.88-3.65 (m, 6H) , 3.57-3.38 (m, 1H) , 3.31-3.11 (m, 1H) , 2.76-2.37 (m, 
2H), 2.07-1.78 (m, 2H). 
[0 2 8 3] 

mmm* a 2) 

2- (4 — (N — (3, 5 b*ci/-4 -*3-)l7=.—J\/jt}A/tf=.)]/) — N 

[ffe 1 2 7 J 

O 




TLC : Rf 0.49 (V?UU*#y : J ~Jl= 9 : 1) ; 
NMR (CDClg) : 8 8.15 (d, J = 2.7 Hz, 1H) , 7.43 (dd, J = 8.7, 2.7 Hz, 
1H), 7.39-6.90 (m, 9H) , 6.84-6.76 (m, 1H) , 6.53 (s, 2H) , 4.79-4.43 (m, 2 
H), 3.86-3.65 (m, 6H) , 3.60-3.11 (m, 2H) , 2.76-2.37 (m, 2H) , 2.13-1.75 ( 
m, 5H) 0 

[0 2 8 4] 

mmm 5(13) 

2- (4- (n- (3, 5 -*?*5-j\/-4 - n Kn^pi/7i- ;v) - 
n — (3 -7ai-;v^n^;i/) T ^ *^;l0 7 x */) - 

115 miE# 2003-302772C 



f 

#2 002 — 291137 

m 




OOH 



T.LC : Rf 0.35 (*J>;UU*9y : J-)V=Q : 1) ; 
NMR (CDClg) : 8 8.15 (d, J = 2.7 Hz, 1H) , 7.42 (dd, J = 8.7, 2.7 Hz, 
1H), 7.38-6.91 (m, 11H) , 6.83-6.77 (m, 1H) , 4.77-4.45 (m,.2H), 3.60-3.11 
(m, 2H), 2.75-2.30 (m, 2H) , 2.21 (s, 6H) , 2.00-1.79 (m, 2H) 0 
[0 2 8 5] 

liij (14) 

2- (4- (N- (3, 4, 5- hV* h*rt/7*-»'J]fl'rt='fl') -N- (3 
[it 1 2 9 ] 

o 




OOH 
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002-291137 



TLC : Rf 0.49 (i??UU**y : J-Jl=9 : 1) ; 

NMR (CDClg) : 8 7.68 (d, J = 3.3 Hz, 1H) , 7.35-6.93 (m, 10H) , 6.86-6. 

80 (m, 1H), 6.59 (s, 2H) , 4.77-4.42 (m, 2H) , 3.94-3.65 (m, 12H) , 3.60-3. 
11 (m, 2H), 2.79-2.33 (m, 2H) , 2.09-1.77 (m, 2H)„ 
[0 2 8 6] 

mmms (i 5) 

2- (4- (n — (3, 5 -2?* h * s> 7 x-;v ;v) -n- (3-71 
-;i/^"Dtr;i/) y^;*^) 7i-^^) - 5 - * h * 
[fti 3 0] 

o 

CH30. 




COOH 



TLC : Rf 0.49 (j;^nn^^> : *&J-Jl=9 : 1) ; 
NMR (CDClg) : 8 7.70-7.66 (m, 1H) , 7.36-6.94 (m, 10H) , 6.86-6.80 (m, 
1H), 6.53-6.45 (m, 3H) , 4.78-4.60 (m, 1H) , 4.58-4.39 (m, 1H) , 3.86 (s, 3 
H), 3.84-3.68 (m, 6H) , 3.58-3.39 (m, 1H) , 3.27-3.10 (m, lfl) , 2.73-2.37 ( 
m, 2H), 2.04-1.77 (m, 2H) Q 
[0 2 8 7] 

mrnms a 6) 

2- (4- (N- (3, 5 -P* h=apS/-4 -^^;V7ai-;p^;i/^-;v) — N 
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#2002—291137 

Kb i 3 i ] 



o 




OCH 3 



TLC : Rf 0.49 (VVUU^Zy : = 9:1); 

NMR (CDGlg) : 8 7.69 (d, J = 3.3 Hz, 1H) , 7.36-6.78 (m, 11H) , 6.53 (s 
, 2fl), 4.79-4.41 (m, 2H) , 3.86 (s, 3H) , 3.84-3.64 (m, 6H) , 3.60-3.15 (m, 
2H), 2.77-2.36 (m, 2H) , 2.19-1.78 (m, 5H)„ 
[0 2 8 8] 

mmms d 7) 

2- (4- (N — (3, 5 -i?*?-JV-4 -M FU*rZ/7 JVtf— - 

n- (3 -7x-^d tr;i/) t^/^^-jv) ? -5-* 1**5/ 

Ut 1 3 2 ] 



O 
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ffilE# 2003-302772C 



#2 00 2-291137 

TLC: Rf 0.39 (^DD^^ : *#y-;i/=9 : 1) ; 
NMR (CDG1 3 ) : 8 7.67 (d, J = 3.3 Hz, 1H) , 7.33-6.81 (m, 13H) , 4.76-4. 
44 (m, 2H), 3.86 (s, 3H) , 3.59-3.16 (m, 2H) , 2.69-2.30 (m, 2H) , 2.20 (s, 
6H), 1.99-1.78 (m, 2H) D . 

[0 2 8 9] 
HUMS (1 8) 

2- (4- (N — (3, 4, 5 - hV* h=3pS/7x-;v^;vjK-;i/) -N- (3 

Ut 1 3 3 ] 
• o 




TLC : Rf 0.52 : j*#7-;t/=9 : 1) ; 

NMR (CDClg) : 8 8.10 (d, J = 7.8 Hz, 1H) , 7.38-6.92 (m, 10H) , 6.65-6. 
57 (m, 3H), 4.79-4.44 (m, 2H) , 3.95-3.64 (m, 9H) , 3.63-3.11 (m, 2H) , 2.7 
7-2.38 (s, 2H), 2.32 (s, 3H) , 2.10-1.81 (m, 2H) a 
[0 2 9 0] 

mmm 5(19) 

2- (4- (N- (3, 5-^^b^J/7z-;i/AM-^) — N — (3-yx. 
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lit 1 3 4 ] 



O 




• TLC : Rf 0.54 (S?2 UU*#y : *#y-;i/=9 : 1) ; - 

NMR (CDCI3) : 8 8.10 (d, J = 8.1 Hz, 1H) , 7.39-6.96 (m, 10H) , 6.65-6. • 
57 (m, 4H), 4.79-4.42 (m, 2H) , 3.86-3.68 (m, 6H) , 3.58-3.42 (m, 1H) , 3.2 
9-3.16 (m, 1H), 2.76-2.36 (m, 2H) , 2.32 (s, 3H) , 2.07-1.78 (m, 2H) B 
[0 2 9 1] 
(2 0) 

2- (4- (N — (3, 5 -y*3-A/-4 -fc FU3ri/7x.—fr$J)\/tf-)]/) - 

n- (3 -7x-;v^nif;i/) ^.x^/M-^fS/) -4 



o 




TLC : Rf 0.52 (i?^QD^?>: ./-/!/= 9 : 1) ; 

NMR (CDCI3) : 6 8.10 (d, J = 8.4 Hz, 1H) , 7.40-6.96 (m, 12H) , 6.63 (s 



12 0 



mil# 2003-302772C 



4#2 002-291137 



, 1H), 5.00-4.45 (m, 2H) , 3.57-3.16 (m, 2H) , 2.78-2.37 (m, 2H) , 2.31 (s, 
3H), 2.22 (s, 6H), 2.00-1.80 (m, 2H)„ 
[0 2 9 2] 

mmms (2 n 

2- (4- (n — (3, 4, 5- h hdp>>^oi-;v^;v/}f-;i/) -n- (2 

[ft 1 3 6 ] 



CH3O 



CH 3 0 




TLC : Rf 0.70 (^an^> : *#y-;i/=9 : 1) ; 

NMR (CDClg) : S 8.01 (d, J = 8.4 Hz, 1H) , 7.50-6.75 (m, 11H) , 6.55 (s 

, 2H), 4.95-4.30 (m, 2H) , 3.90-3.40 (m, 11H) , 3.05-2.95 (m, 2H)„ 

[0 2 9 3] 
HIM 5 (2 2) 

2- (4- (n — (3, 5 -V* h3f£/-4 -*^;v:7a:-;b#;i/3i^;i/) -N 
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#2 0 0 2-29 1 1 3.7 



[ft 1 3 7 ] 



CHgO^ 


a 




OCH 3 




COOH 



TLC : Rf 0.70 (^DO^^ : *&J-Jl=9 : 1) ; 

NMR (CDClg) : 8 8.01 (d, J = 8.4 Hz, 1H) , 7.50-6.75 (m, 11H) , 6.50 (s 

, 2H), 4.95-4.30 (m, 2H) , 3.90-3.40 (m, 8H) , 3.10-2.80 (m, 2H), 2.10-2.0 
0 (m, 3H)„ . 



HffiM5 (2 3) 

2- (4- (n — (3, 4, 5 - h y ;* h^^^3i-;i/^7>n/3j<— — N — 

[ft 1 3 8 ] 



(4 




COOH 



TLC : Rf 0.70 (*?^nn*#> : J-)l=9 : 1) ; 

NMR (CDClg) : 8 8.01 (d, J = 8.7 Hz, 1H) , 7.50-6.80 (m, 11H) , 6.60 (s 

, 2H), 4.80-4.50 (m, 2H) , 3.90-3.60 (m, 9H) , 3.60-3.20 (m, 2H) , 2.70-2.4 



12 2 
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5 (m, 2H), 1.80-1.40 (m, 4H)„ 
[0 2 9 4] 
5 (2 4) 

2- (4- (N- (3, 5-^b^fi/-4-^f^/7x-;i/*;i/&) -N 
[ft 1 3 9 ] 




TLC : Rf 0.70 (y?nn*#> : ;* # 7 -/l/ = 9 : 1) ; 
NMR (CDClg) : 8 8.01 (d, J = 8.1 Hz, 1H) , 7.50-6.80 (m, 11H) , 6.54 (s 
, 2H), 4.80-4.50 (m, 2H) , 3.80-3.60 (m, 6H) , 3.60-3.20 (m, 2H) , 2.70-2.4 
0 (m, 2H), 2.15-2.00 (m, 3H) , 1.80-1.40 (m, 4H)„ 

[0 2 9 5] 
jM5 (2 5) 

2- (4 — (N — (2 - h V 7jl/tD^f^7i- flsjj Jltf~fr) — N — (3- 
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#2 002-291137 



• 



Lit 14 0] 




CF 3 O 



COOH 



• TLC : Rf 0.39 (i??UU**y : ;* # J -/!/= 9 : 1) ; 

NMR (DMS0-d 6 ) : 8 7.88-6.83 (m, 16H) , 4.70-4.35 (m, 2H) , 3.40-2.95 (m 
, 2H), 2.75-2.38 (m, 2H) , 1.95-1.70 (m, 2H)„ 

[0 2 9 6] • 
ill5 (2 6) 

2- (4- (N- (3, 5-i;^Qn7xlJl/3ijM-^) -N- (3- (3- 



TLC : Rf 0.40 ($?9UU*#> : ;* # 7 -;i/= 9 : 1) ; 

NMR (DMS0-d 6 ) : 6 7.86-6.80 (m, 15H) , 4.90-4.15 (m, 2H) , 3.75-2.78 (m 

, 2H), 2.62-2.25 (m, 2H) , 1.95-1.62 (m, 2H) 0 



[ft 1 4 1 3 
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[0 2 9 7] 
§jj5 (2 7) 

2- (4- (n- (2 - MJ yfrJru^tf-n/y^—n/ijfy-fc— A/) -n- (3 - 
(2, 6-^nn7i-;b) ^n^) rs^ 7i-^^>» 

[ftH2] 




OOH 



TLC : Rf 0.41 (S??nn*# V : **7-/I/=9 : 1) ; 
NMR (DMSO-dg) : 8 7.88-6.92 (m, 15H) , 4.90-4.15 (m, 2H) , 3.80-2.80 (m 
, 2H), 2.60-2.45 (m, 2H) , 1.82-1.60 (m, 2H)„ 
[0 2 9 8] 

mmms (2 8) 

2- (4- (N- (3, 5 n7air.;i/^;i//K-;v) -N- (3- (2, 
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#2 00 2 — 291137 

* 

[ft 1 4 3 ] 




, 2H), 2.65-2.40 (m, 2H) , 1.85-1.60 (m, 2H)„ 
[0 2 9 9] 

mmrns (29) 

2- (4- (N- (3, 5 -if* hdp2/-4 -^f^/7ia*il'^-il/) ~N 

- (3- (3 -^nn7x-;v) :/ntr;i/) 7i-M^i/) ^ 

[ft 1 4 4 ] 



O 
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2003-302772C 



#2 0 02-29 1137 

TLC : Rf 0.35 {V9UU*9y : *&J-JV=9 : 1) ; 
NMR (DMS0-d 6 ) : 8 12.83 (brs, 1H) , 7.82 (dd, J = 7.5, 1.8 Hz, 1H) , 7. 
55 (ddd, J = 7.5, 7.5, 1.5 Hz, 1H) , 7.40-6.90 (m, 8H) , 6.88 (d, J = 8.1 
Hz, 2H), 6.55 (s, 2H) , 4.70-4.38 (m, 2H) , 3.85-3.55 (m, 6H) , 3.30-3.05 ( 
m, 2H), 2.70-2.30 (m, 2H) , 1.98 (s, 3H) , 1.82 (brs, 2H), 

[0 3 0 0] 
g*dSM5 (3 0) 

2- (4 - (n — (3, 4, 5 - h y * v^-iyy^^ij)^-^) -n- (3 

• [fbl4 5] 



o 




TLC : Rf 0.36 (V9nu*#y : * # J -Jl= 9 : 1) ; 
NMR (DMSO-dg) : 8 12.85 (brs, 1H) , 7.82 (dd, J = 7.5, 1.5 Hz, 1H) , 7. 
55 (ddd, J = 7.5, 7.5, 1.5 Hz, 1H) , 7.38-7.12 (m, 7H) , 6.96 (m, 1H) , 6.8 
8 (d, ,J = 8.7 Hz, 2H), 6.62 (s, 2H) , 4.70-4.40 (m, 2H) , 3.80-3.60 (m, 9H 
), 3.40-3.00 (m, 2H) , 2.60-2.30 (m, 2H) , 1.82 (brs, 2H)„ 
[0 3 0 1] 

mmms (3 n 

2- (4- (N — (3, 5 -V* h*S/-4 All JVtf-M — N 

- (3- (3-h'j7Mn^f^7i-^) >fntf;i/) y ^ J ^^^) 71- 
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MS14 6] 



o 




• TLC : Rf 0.33 (*??UU*#> : ;-}l=9 : 1) ; 

NMR (DMSO-dg) : 8 12.83 (brs, 1H) , 7.82 (dd, J = 7.8, 1.8 Hz, 1H) , 7. 
54 (ddd, J = 8.1, 8.1, 1.8 Hz, 1H) , 7.46-6.90 (m, 8H) , 6.88 (d, J = 8.4 
Hz, 2H), 6.56 (s, 2H) , 4.70-4.40 (m, 2H) , 3.80-3.60 (m, 6H) , 3.42-3.00 ( 
m, 2H), 2.72-2.38 (m, 2H) , 1.97 (s, 3H) , 1.90 (m, 2H) 0 
[0 3 0 2] 

mmms o 2) 

2- (4- (N — (3, 4, 5- hV* b*i/7 *-Jl*lKtf-)\s) -N- (3 

* Wbl4 7] 



o 




TLC : Rf 0.29 (P?UU*#y : *$J-)l=9 : 1) ; 
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ffiSEff 2003-3027720 



4f2 002-291137 

# 

NMR (DMS0-d 6 ) : 5 12.85 (brs, 1H) , 7.82 (dd, J = 7.5, 1.8 Hz, 1H) , 7. 
55 (ddd, J = 7.5, 7.5, 1.8 Hz, 1H) , 7.46-6.92 (m, 8H), 6.88 (d, J = 8.7 
Hz, 2H), 6.63 (s, 2H) , 4.70-4.35 (m, 2H) , 3.80-3.60 (m, 9H) , 3.40-3.10 ( 
m, 2H), 2.70-2.40 (m, 2H) , 1.85 (im, 2H) 0 
[0 3 0 3] 

mmms (33) 

2- (4- (N- (3, 5 -i?* h=ap£/-4 -^f^7i-^Jl/^) -N 

- (3 - (2, 6-y^nn7i-^ -Jutfjv) y^y*^;v) 7i-M^r 

• [ft 1 4 8 ] 




TLC : Rf 0.33 (*J>?UU.*&y : *#7-;V=9 : 1) ; 
NMR (DMS0-d 6 ) : 5 12.85 (brs, 1H) , 7.82 (dd, J = 7.5, 1.8 Hz, 1H) , 7. 
54 (ddd, J = 7.5, 7.5, 1.8 Hz, 1H) , 7.50-7.15 (m, 6H) , 6.96 (m, 1H) , 6.9 
0 (d, J = 7.8 Hz, 2H), 6.62-6.45 (m, 2H) , 4.70-4.40 (m, 2H) , 3.80-3.60 ( 
m, 6H), 3.52-3.10 (m, 2H) , 2.95-2.55 (m, 2H) , 1.97 (s, 3H) , 1.90-1.60 (m 
, 2H)„ 

[0 3 0 4] 

mmm5 (3 4) 

12 9 miE^ 2003-3027720 
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2- (4- (N — (3, 4, 5- MJ* b*ri/-7*— J13j)Ij8—)V) -N- (3 

- (2, n7x-;i/) ^nfcr;i/) ^ 

[ft 1 4 9 ] 



TLC : Rf 0.31 (y^nn)l^> : *$J-)l= 9:1); 
NMR (DMSO-dg) : 8 12.85 (brs, 1H) , 7.82 (dd, J = 7.5, 1.8 Hz, lfl) , 7. 
55 (ddd, J = 7.5, 7.5, 1.8 Hz, 1H) , 7.48-7.10 (m, 6H) , 6.96 (m, 1H) , 6.8 
9 (d, J = 8.1 Hz, 2H), 6.62 (s, 2H) , 4.70-4.40 (m, 2H) , 3.80-3.60 (m, 9H 
), 3.50-3.20 (m, 2H) , 2.95-2.55 (m, 2H) , 1.85-1.60 (m, 2H)„ 
[0 3 0 5] 

rnmm 5(35) 

(2- (4- (n — (3, 4, 5 - h y * h^s/^x-;i/^;i/^~;i/) -n- ( 




13 0 



ffi!£#2 0 0 3 -3 0 



#2 00 2-291137 




• T L C : R f 0.08 : fixf ^= 1:1) ; 

NMR (CDClg) : 8 7.33-6.82 (m, 13H) , 6.60 (s, 2H) , 4.65-4.49 (m, 2H) , 

3.84 (s, 3H), 3.72 (s, 6H) , 3.90-3.68 (m, 2H) , 3.52, 3.22 (br s, 2H) , 2. 
65, 2.46 (br s, 2H) , 2.05-1.80 (m, 2H)„ 
[0 3 0 6] 

mmm5 o 6) 

(2- (4- (N — (3, 5 -V* hdf S/-7a:-;i/;2j;t/jtf-;i/) — N — (3-7 
[ffcl51] 



O 




T L C : R f 0.20 (s\*Vy : »B&x*-/l/ = 1:1); 

NMR (CDClg) : 5 7.33-6.84 (m, 13H) , 6.50 (s, 2H) , 6.46 (s, 1H) , 4.67, 
4.43 (s, 2H), 3.78-3.71 (m, 8H) , 3.49, 3.18 (s, 2H) , 2.65, 2.42 (s, 2H) 



13 1 



2003-3027720 



#2 00 2 — 291137 

• . 

, 1.97, 1.83 (s, 2H) 0 
[0 3 0 7] 

mmms (3 7) 

(2- (4- (N — (3, 5 -P* h*ri/-4: -H KD^r$/7x- ;i/;ft;i/Jtf^;i/ 
) — N — ( 3 — 7i-^^D fcf^l/) 7^*^;V) 7z-^^r^) 7 

WW 

[ftl5 2] 



O 




OOH 



TLC : Rf 0.61 (^^D0^^> : ;*#>>-;i/=9 : 1) ; 
NMR (CDClg) : 5 7.33-7.08 (m, 10H), 6.96-6.82 (m, 3fl) , 6.63 (s, 2H) , 
4.57 (s, 2B), 3.79 (s, 2H) , 3.71 (s, 6H) , 3.60-3.10 (m, 2H) , 2.69-2.49 ( 
m, 2H), 2.05-1.81 (m, 2H)„ 

[0 3 0 8] 
mmmS (3 8) 

(2- (4- (N- (4 -V7)\/*U* h*ri/7x:-)l%Jltf-ji) -N- (3 

-^ar-^^ntf;!/) 7^;^f;v) 7i-M^i/) 7i-^) WW 
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• TLC : Rf 0.12 : StM^^;P= 1 : 1) ; 

NMR (CDCI3) : 8 7.43-6.84 (m, 17H) , 6.52 (t, J=75Hz, 1H) , 4.68, 4.43 
(br s, 2H), 3.71 (s, 2H) , 3.49, 3.16 (br s, 2H) , 2.64, 2.42 (br s, 2H) , 
2.07-1.85 (m, 2H)„ 
[0 3 0 9] 

mmms (3 9) 

(2- (4- (N- (3, 5 -e;^ hfr>>-4 -^^^/7air.;i/^;i//K-;i/) - 
N — (3 -7i- Ay-fU^A/) 7 ^ J 7 air.;!/** $/) BElft 

[ftl 5 4] 



O 




T LC : R f 0.13 : ff^X^;i/ = 1:1); 

NMR (CDClg) : 8 7.33-6.84 (m, 13H) , 6.53 (s, 2H) , 4.67, 4.47 (br s, 2 
H), 3.77 (s, 2H), 3.71 (s, 6H) , 3.52, 3.21 (br s, 2H) , 2.65, 2.43 (br s, 



13 3 
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#2002-291. 1 37 



2H), 2.07 (s, 3H), 2.13-1.84 (m, 2H)„ 
[0 3 10] 
(4 0) 

(2- (4- (N — (3, h^>>7x^;i/*;i//K-;i/) -N- (3-7 

xn;v^ntr;i/) 7 ^ 7 7i-^) -4, 5-^h^i/7i-;i/) 0 



NMR (CDClg) : 6 7.39-7.10 (m, 8H) , 7.05-6.94 (m, 1H) , 6.86 (s, 1H) , 6 
.82-6.71 (m, 1H), 6.57-6.51 (m, 2H) , 6.50-6.44 (m, 1H) , 4.83-4.68 (m, 1H 
), 4.59-4.48 (m, 1H) , 3.92 (s, 3B) , 3.87 (s, 3H) , 3.84-3.68 (m, 6H) , 3.6 
3-3.51 (m, 3H), 3.31-3.18 (m, 1H) , 2.76-2.64 (m, 1H) , 2.50-2.38 (m, 1H) , 
2.08-1.73 (m, 2H), 
[0 3 11] 
(4 1) 

(2- (4- (N — (3, 4, 5 - h }s^i/7x-^/^;i/^-;i/) -N- ( 
3 -7x-;i/^nH^) T^J -4, 5-^^b^i/7x- 



CH3O 



X>CH 3 

TLC : Rf 0.35 ($??UU**y : *#7-;i/=9 : 1) 




OCH3 



13 4 



ffiliE^ 2 0 0 3 -3 0 



#2 002-291137 



Ut 1 5 6 ] 




CH 3 0 



CH 3 0 



HOOC, 

TLC : Rf 0.35 (2??nn*#> : *#/-;i/=9 : 1) ; 
NMR (CDClg) : 8 7.35-6.90 (m, 9H) , 6.87 (s, IH) , 6.74 (brs, IH) , 6.63 
(s, 2H), 4.85-4.49 (m, 2fl) , 3.95-3.50 (m, 18H) , 3.43-3.18 (m, IH) , 2.78 
-2.36 (m, 2H), 2.13-1.81 (m, 2H) D 
[0 3 12] 
(4 2) 

(2- (4- (N- (3, 5 -S?* hdpe/-4 -^^;i/7x-;p^j;i/3j?r.;i/) - 
n — (3 -7ii A/-?u tr;i/) r^y^^;v) -4, s-p*h*cis 

7x-JI/) 1S£l& 
[ftl 5 7] 



CH 3 0 



H 3 C 



HOOC, 

TLC : Rf 0.35 (*?#na*#> : *%)~Jl= 9 : 1) ; 

NMR (CDClg) : 8 7.40-6.90 (m, 9H) , 6.87 (s, IH) , 6.74 (brs, IH) , 6.57 

(s, 2H), 4.84-4.49 (m, 2H) , 3.94-3.46 (m, 15H) , 3.40-3.18 (m, IH) , 2.77 

-2.35 (m, 2H), 2.13-1.78 (m, 5H) e 
[0313] 
5 (4 3) 
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(2- (4- (N- (4 -V7)\/1tU* h*ris7 ^—frXfrtf— fr) -N- (3 



) 



[ftl5 8] 




OCH 3 

HOOC^ , „ , 

^OCH 3 

TLC : Rf 0.33 (i?^DD^^> : 9 : 1) ; 

NMR (CDClg) : 8 7.47-6.26 (m, 16H) , 4.84-4.46 (m, 2H) , 3.92-3.46 (s, 
3H), 3.87 (m, 3H) , 3.63-3.46 (m, 3fl) , 3.30-3.15 (m, 1H) , 2.78-2.36 (m, 2 
H), 2.09-1.79 (m, 2H)„ 
[0 3 14] 

mmms (4 4) 

3- (2- (4- (N — (3, 4, 5 - h U * h^r>>^x~;i/^;i/4?-;i/) -N 

- ( 3 -7x^j^d tf;v) y^7*^;i/) 731—^) ^n;^l 

[ft 1 5 9 ] 

o 

CH30, 



CH30 



HOOC 

TLC : Rf 0.41 (V9UU*#y : J -;i/ = 9 : 1) ; 
NMR (CDClg) : 8 7.34-7.15 (m, 13H) , 6.64 (s, 2H) , 4.76-4.58 (m, 2H) , 
3.90-3.28 (m, 11H) , 2.91 (t, J=9.0Hz, 2H) , 2.76-2.37 (m, 2H) , 2.45 (t, J 
=9.0Hz, 2H), 2.08-1.83 (m, 2H)„ 




13 6 
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[0 3 15] 

illj (4 5) 

3- (2- (4- (N- (3, 5-i?^h^i/7x-;i/^jM-;i/) -N 
[ft 1 6 0 ] 

o 

CH 3 o 



- (3 




HOOC' 

TLC : Rf 0.41 (V>;xiU*9y : **^-;i/=9 : 1) ; 
NMR (CDClg) : 8 7.34-6.97 (m, 13H) , 6.54 (s, 2H) , 6.47 (s, 1H) , 4.77, 
4.53 (s, 2H), 3.79, 3.71 (s, 6H) , 3.59-3.52, 3.29-3.18 (m, 2fl) , 2.97-2. 
85 (m, 2H), 2.72-2.60, 2.49-2.37 (m, 2H) , 2.43 (t, J=9.0Hz, 2H) , 2.07-1 
.79 (m, 2H) 0 

[0 3 16] 
jj«5 (4 6) 

3- (2- (4- (N — (3, 5-$?* h3r2>-4 -t; Kn^r$/7i~M^ 

— -N- (3 -71- ;i/^ntf;i/) 7i-;i/) ^ 

• [ft 1 6 1 ] 



CH3O 



HO 




HOOC 

T L C : R f 0.30 DD^>:^; 9:1); 
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. #2 002 — 291137 

NMR (CDClg) : 8 7.34-7.11 (m, '13H) , 6;68 (s, 2H) , 4.65 (s, 2H) , 3.89- 
3.21 (m, 8H), 2.91 (t, J=9.0Hz, 2H) , 2.73-2.23 (m, 2H) , 2.45 (t, J=9.0Hz 
, 2H), 2.08-1.79 (m, 2H)„ 
[0 3 17] 

mmw± i± z) 

3- (2- (4- (N — (4 -pyfrjru* h*rSs7*—J\'i]flytf-fr) -N- 
(3 -^ac-^^ntf^) y$ J ?x-;i/) 7i-^) 

Hfel6 2j 



o 




TLC:Rf 0.42 (V & UU X & : X & J — A/= 9 : 1) ; 
NMR (CDClg) : 5 7.46-6.94 (m, 17H) , 6.52. (t, J=75Hz, 1H) , 4.78, 4.52 
(s, 2H), 3.55, 3.21 (s, 2H) , 2.92 (t, J=9.0Hz, 2H) , 2.73-2.59, 2.48-2.38 
(m, 2H), 2.43 (t, J=9.0Hz, 2H) , 2.07-1.81 (m, 2H) B 
[0 3 18] 
(4 8) 

3- (2- (4- (n- (2, 5-i?^nn7x-;i/^jM-;i/) -n- (3- 
71- ;i/^atf;i/) 7x-^) ^nA>^ 

[ft 1 6 3 ] 



CI O 




13 8 ffi!E# 2003-302772C 



#2002—291137 



TLC : Rf 0.47 {VWU**y : *#7-;i/=9 : 1) ; 
NMR (CDG1 3 ) : 8 7.37-6.94 (m, 16H) , 5.08-5.06, 4.58-4.53, 4.43-4.31 ( 
m, 2H), 3.99-3.87, 3.27-3.18, 3.10-3.02 (m, 2H) , 2.96-2.86 (m, 2H) , 2.75 
-2.66, 2.46-2.40 (m, 2H) , 2.46-2.40 (m, 2H) , 2.08-1.71 (m, 2H)„ 

[0 3 19] 
3SK«5 (4 9) 

(3- (N — (3, 4, 5 - h h^i/7x-;i/^;i/jJ?->H/) -N- (3-7 

ai-^T'nbf;!/) y$.s**n,) y^-ii***/) mm 

[ftl643 



TLC : Rf 0.31 (^nn^^> : *#y-;i/=9 : 1) ; 

NMR (CDClg) : S 7.40-6.60 (m, 9H) , 6.59 (s, 2H) , 4.70-4.40 (m, 4H) , 3 

.90-3.10 (m, HH), 2.80-2.30 (m, 2H) , 2.10-1.80 (m, 2H) 0 

[0 3 2 0] 
aaSfflS (5 0) 

(3- (n — (4 -^7;i/^n^ h^^7x~;i/^;i/3jfn>n/) -n- (3 -7i 

[ftl6 5] 



ch 3 o 



CH 3 0 





13 9 



mSE#2 0 0 3 -3 



#2 00 2-291137 

TLC : Rf 0.35 (^DD^^ : J ~;i/=9 : 1) ; 

NMR (CDClg) : 5 7.45-6.20 (m, 14H) , 4.80-4.40 (m, 2H) , 4.62 (s, 2H) , 

3.60-3.10 (m, 2fl), 2.80-2.30 (m, 2H) , 2.10-1.80 (m, 2H)„ 

[0 3 2 1] 
HM5 (5 1) 

(3- (N — (3, 5 -V* h*ri/7 -N- (3 -7xijl/ 

[ft 1 6 6 ] 



O 




TLC : Rf 0.38 (V>7XlU*Zy : *#y-;i/=9 : 1) ; 
NMR (CDC1 3 ) : 5 7.40-6.40 (m, 12H) , 4.80-4.40 (m, 4H) ,3.80-3.60 ,(m, 6 

H), 3.60-3.10 (m, 2H) , 2.80-2.30 (m, 2H) , 2.10-1.70 (m, 2H) a 
[0 3 2 2] 

mmms (52) 

(3- (N — (3, h^t/-4-^f^7x-MM-;V) -N- ( 
[^16 7] 



o 




TLC : Rf 0.39 (i;^DD^^> : *#7-;i;=9 : 1) ; 



14 0 



tBIE# 2003 -3027720 



#2 0 02-29113 7' 

NMR (CDGlg) : 8 730-6.70 (m, 9H) , 6.53 (s, 2H) , 4.80-4.40 (m, 2H) , 4. 
62 (s, 2H), 3.80-3.10 (m, 8H) , 2.80-2.30 (m, 2H) , 2.20-1.80 (m, 5H) e 
[0 3 2 3] 

mmm 5(53) 

(3- (N — (3, 4,;5-b'^h^i/7x~^M-^) — N — (3-7 

ai-^/^ntr^) ; - 6 h*>>? mm 

Utl 6 8] 

o 




TLC : Rf 0.31 (i?#UU*#y : *#>>-;V=9 : 1) ; 
NMR (GDClg) : 8 730-6.70 (m, 8H) , 6.59 (s, 2H) , 4.70-4.40 (m, 2H) , 4. 
64 (s, 2H), 3.95-3.00 (m, 14H) , 2.80-2.40 (m, 2fl) , 2.10-1.80 (m, 2H)„ 
[0 3 2 4] 

mmms (54) 

(3- (N- (4-i?7^tD^h^J/7x-;i/^M^) — N — (3-7i 

— ;i/:/nif;i/) T ^ 7 - 6 h^S/^^-^^-^r^) tfft 

C-ft 1 6 9 ] 



o 




O^^COOH 

TLC : Rf 0.30 (S?*nt3**2/ : J-Jl=9 : 1) ; 

NMR (CDClg) : 8 7.40-6.20 (m, 13H) , 4.70-3.80 (m, 7H) , 3.50-3.00 (m, 
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2H), 2.80-2.30 (m, 2H) , 2.00-1.80 (m, 2H) 8 
[0 3 2 5] 

mmms (5 5) 

(3- (N — (3, 5-^b^rJ/7x-;i/3ij;i/iK-^) -N- (3-7i3 
Utl 7 0] 



NMR (CDClg) : 5 7.40-6.40 (m, 11H), 4.70-4.30 (m, 4H) , 4.00-3.00 (m, 
11H), 2.70-2.30 (m, 2H) , 2.00-1.70 (m, 2H) D 

[0 3 2 6] 
mMM5 (5 6) 

(3- (N — (3, 5 >dp^-4 -^^;i/-7x~;i/^;i/Jif-;i/) -N- ( 
Cfll 1 7 1 ] 



T L C : R f 0.33 {V V n n * # > : ;* % J -)V= 9 : 1 ) ; 

NMR (CDClg) : 5 7.40-6.40 (m, 10H) , 4.70-4.30 (m, 4H) , 4.00-3.00 (m, 

11H), 2.70-2.30 (m, 2H) , 2.10-1.70 (m, 5H) Q 




O^^COOH 

TLC : Rf 0.33 (>^nn^^> : ;* # J -;i/= 9 : 1) 




14 2 
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[0 3 2 7] 

(5 7) 

(4- (N — (3, 5-$;^h^r^7x-/I/AM-^) — N — (3 ~7x-jb 
[ftl 7 2] 



o 




TLC : Rf 0.43 (^^DD^^V : J -;i/=4 : 1) ; 
NMR (CDClg) : 8 7.32-7.12 (m, 5H) , 7.08-6.94 (m, 2H) , 6.86 (d, J=9.0H 
z, 2H), 6.55-6.43 (m, 3H) , 4.66, 4.41 (s, 2H) , 4.63 (s, 2H) , 3.77, 3.70 
(s, 6H), 3.47, 3.15 (s, 2H) , 2.64, 2.40 (s, 2fl) , 1.96, 1.82 (s, 2H)„ 
[0 3 2 8] 

mmms (5 8) 

(4- (N- (4 -Vy)V*U* h^rS/7x~;V^;i/Ji<-;i/) — N — (3 -^cn 



[ftl7 3] 




TLC: Rf 0.41 (i?^nn^> : *#^-;i/=4 : 1) ; 
NMR (CDClg) : 5 7.43-7.32 (m, 2H) , 7.28-6.93 . (m, 9fl) , 6.87 (d, J=9.0H 
z, 2H), 6.52 (t, J=75Hz, 1H) , 4.67, 4.41 (s, 2H) , 4.64 (s, 2H) , 3.47, 3. 
13 (s, 2fl), 2.63, 2.40 (s, 2H) , 2.04-1.75 (m, 2H) 0 
[0 3 2 9] 



14 3 
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#2 00 2-291137 

mmm 5 (59) 

(4- (N — (3, 5 h3f S/-4 -^il'7i-Wjl/!K-)l/) — N — ( 
[fbl7 4] 



o 




• TLC : Rf 0.43 (VtUUZZy : ;*#7-;i/=4 : 1) ; 

NMR (CDClg) : 8 7.32-6.92 (m, 7H) , 6.87 (d, J=9.0Hz, 2H) , 6.52 (s, 2H 
), 4.67, 4.65 (s, 2H), 4.63 (s, 2H) , 3.77, 3.66 (s, 6H) , 3.49, 3.17 (s, 
2H), 2.64, 2.41 (s, 2H) , 2.06 (s, 3H) , 2.00-1.84 (s, 2H) D 
[0 3 3 0] 

mmm 5 c e 0 ) 

(4- (N — (3, 4, 5- h h*i/7 n-Jl>j}Jltf-)V) — N — (3-y 
[ftl7 5] 




TLC : Rf 0.35 {*JVUU*&y : *#y-;i,= 9 : 1) ; 

NMR (CDClg) : 8 7.40-6.50 (m, 10H) , 4.66 (S, 2H) , 4.70-4.40 (m, 2H) , 

3.95-3.60 (m, 12H) , 3.60-3.10 (m, 2H) , 2.80-2.40 (m, 2H) , 2.20-1.80 (m, 

2H)„ 

[0 3 3 1] 



14 4 
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mmm 5 (6n 

(4- (N — (3, 5 -P* h*i/7 x.-JljlfriK-fy) — N — (3 
[fill 7 6] 



o 




T L C : R f 0.35 (Vi/UUZ&y : *#y-;i/=9 : 1) ; 

NMR (CDClg) : 8 7.40-6.40 (m, 11H) , 4.66 (S, 2H) , 4.70-4.40 (m, 2H) , 

3.95-3.65 (m, 9H) , 3.60-3.10 (m, 2H) , 2.70-2.40 (m, 2H) , 2.05-1.80 (m, 2 

H). 

[0 3 3 2] 

HM5 (6 2) 

(4- (N- (3, 5-^^ h^ri/-4 -^^;i/^x~;i/^j;i/jj<n;i/) -N- ( 
Hfcl 7 7] 



o 




TLC : Rf 0.35 (^DD^^ : j*#^-;i/=9 : 1) ; 

NMR (CDClg) : 8 7.40-6.40 (m, 10H) , 4.66 (S, 2H) , 4.70-4.40 (m, 2H) , 

3.95-3.60 (m, 9H) , 3.60-3.10 (m, 2H) , 2.70-2.30 (m, 2H) , 2.20-1.80 (m, 5 

H). 



14 5 



ffiSE#2 0 0 3 -3 0 



#2 002-291137 

[0 3 3 3] 

mmm 5(63) 

(4- (N — (3, 4, 5-bV*h*S/7x.-)\/iiJitf=-fls) — N — (3-y 
[fbl7 8] 



o 




TLC : Rf 0.35 (P>7Un*$y : J -A/= 9:1); 
NMR (CDClg) : 8 7.40-6.50 (m, 10H) , 4.65 (S, 2H) , 4.70-4.40 (m, 2H) , 
4.20-4.00 (m, 2H) , 3.95-3.60 (m, 9H) , 3.60-3.10 (m, 2H) , 2.70-2.40 (m, 2 
H), 2.20-1.80 (m, 2H) , 1.47 (t, J = 6.9 Hz, 3H) 0 
[0 3 3 4] 

mmm 5 (6 4) 

(4- (N- (3, h*is7 ^—JlllJltf—Jl) -N- ( 3 - 7 m^l; 

^n^;i/) T ^ J - 2-Xh^r^7ai~^^r>» &gft 

[ftl7 9] 

o 




TLC : Rf 0.35 (^^nn^^O : *#y-;i/=9 : 1) ; 

NMR (CDClg) : 8 7.40-6.40 (m, 11H) , 4.64 (S, 2H) , 4.70-4.40 (m, 2H) , 

4.20-4.00 (m, 2H) , 3.95-3.60 (m, 6H) , 3.60-3.10 (m, 2H) , 2.70-2.40 (m, 2 
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H), 2.10-1.80 (m, 2H), 1.46 (t, J = 6.9 Hz, 3H)„ 
[0 3 3 5] 

mmws (6 5) 

(4- (N- (3, h*^- 4-*^Jiy -N- ( 

3 -7 ? U iffy) T^J^^fy) - 2-X.\**ci/7 x-^pf^rS/) WM 

t-fb 1 8 o] 




TLC : Rf 0.35 (^OD^iO : *#7-;i/=9 : 1) ; 
NMR (CDClg) : 8 7.40-6.40 (m, 10H) , 4.64 (S, 2H) , 4.70-4.40 (m, 2H) , 
4.20-4.00 (m, 2H) , 3.95-3.60 (m, 6H) , 3.60-3.10 (m, 2H) , 2.70-2.40 (m, 2 
H), 2.10-1.80 (m, 5H), 1.47 (t, J = 6.9 Hz, 3H)„ 
[0 3 3 6] 

mmms ce e) 

(4- (N- (3, 4, 5- h h^^7^-;v?!j^7K-;V) — N — (4-7 




TLC : Rf 0.38 (^nn^^> : *#y-;i/=9 : 1) ; 

NMR (CDClg) : 8 7.34-6.99 (m, 7H) , 6.93-6.86 (m, 2H) , 6.59 (s, 2H) , 4 

.72-4.36 (m, 4H) , 3.85-3.58 (m, 9H) , 3.57-3.37 (m, 1H) , 3.29-3.03 (m, 1H 



14 7 



ffifE# 2003-3027720 



#2 00 2-291137 

), 2.71-2.38 (m, 2H) , 1.78-1.36 (m, 4H) C 

[0 3 3 7] 
mmWS (6 7) 

(4- (N- (3, 5 -V* - fistf-fr) — N — ( 

4 -7i^;i/^;i/) y^y*^) i£& 

[fbl 8 2] 




TLC : Rf 0.38 (^0D^3t> : ;* # ^ -;i/ = 9:1); 
NMR (CDGlg) : 8 7.34-6.97 (m, 7H) , 6.93-6.86 (m, 2H) , 6.52 (s, 2H) , 4 
.75-4.38 (m, 4H) , 3.82-3.09 (m, 8H) , 2.71-2.40 (m, 2H) , 2.12-1.98 (m, 3H 
), 1.78-1.37 (m, 4H) a 

[0 3 3 8] 
mm 5(68) 

(4- (N — (3, 5 -P* hdrS/7x-;i/^;i//K-;i/) — N — (4 
[ftl83] 




TLC : Rf 0.36 (P#UU*#y : *#y-;i/=9 : 1 ) ; 
NMR (CDC1 3 ) : 8 7.32-6.99 (m, 7H) , 6.93-6.84 (m, 2H) , 6.55-6.42 (m, 3 
H), 4.73-4.35 (m, 4H) , 3.79-3.60 (m, 6H) , 3.50-3.36 (m, 1H) , 3.22-3.09 ( 
m, 1H), 2.69-2.38 (m, 2H) , 1.74-1.36 (m, 4H) C 



14 8 



ffiHE4# 2003-3027720 



^2002-291137 

[0 3 3 9] 

§M5 (6 9) 

(4- (N — (3, 4, 5- hU* h*S/y3L~frjjfrtf=LJU) — N — (2-7 
T^St^fr) 7i-^J/) S£M 
Cfl5 1 8 4 ] 




TLC : Rf 0.36 (WUUZ&y : *#./-;i/=9 : 1) ; 
NMR (CDC1 3 ) : 5 7.45-6.85 (m, 9H) , 6.53 (s, 2H) , 4.84-4.61 (m, 3H) , 4 
.39-4.20 (m, 1H) , 3.95-3.37 (m, 12H) , 3.09-2.68 (m, 2H)„ 
[0 3 4 0] 

mm* (7 0) 

(4- (N- (3, 5 -Z?* h*rt/-4 -^f jI/7i-^M^) -N- ( 
2-7iiMf/l/) T3^*^;i/) 7oi-;b^3r^) tf$ 
[ft 1 8 5 ] 




COOH 



TLC : Rf 0.36 (^nn^> : *#y-;i/=9 : 1) ; 

NMR (CDClg) : 8 7.42-6.81 (m, 9H) , 6.49 (s, 2H) , 4.83-4.58 (m, 3H) , 4 

.36-4.18 (m, 1H), 3.85-3.36 (m, 8H) , 3.09-2.68 (m, 2H) , 2.16-1.95 (m, 3H 

). 

[0 3 4 1] 

mrnffl 5(7i) 



14 9 



£fJHE# 2003-3027720 



#2 002 — 291137 

m 

(4- (n- (3, 5 h^i/7i-;^;i/5K-;p) -n- -;v 

[^18 6] 




TLC : Rf 0.36 (V#UU*&> : *#y-;i/ = 9:1); 
• NMR (CDClg) : 5 7.39-6.78 (m, 9H) , 6.50-6.31 (m, 3H) , 4.79-4.56 (m, 3 
H), 4.30-4.12 (m, lfl) , 3.82-3.52 (m, 7H) , 3.44-3.30 (m, 1H) , 3.03-2.84 ( 
m, 2H) D 

[0 3 4 2] 
1115 (7 2) 

(4- (N — (3, 4, 5 - h b**s'7*-Jl3lJltf-fl') — N — (3-7 
x— 1 As) Y^J^^Jl) BFlft 

[ft 1 8 7 ] 

O CH 3 




TLC : Rf 0.33 (V9UU**y : *9 = 9:1); 

NMR (CDClg) : 8 7.50-6.80 (m, 9H), 6.59 (s, 2H) , 4.80-4.00 (m, 3H) , 4 

.63 (s, 2H), 4.00-3.60 (m, 9H) , 2.50-1.60 (m, 4H) , 1.40-1.10 (m, 3H)„ 

[0 3 4 3] 
ife«5 (7 3) 

(4- (N- (3, 5 -P* h*ris~4 JVjUltf— )l) -N- ( 

3 i -^^;i/^ntf;v) y 7i-^i/) m 

150 ffiH#2 0 0 3 - 3 0 2 7 7 2 C 



#2 0 02—291137 



[ft 1 8 8 ] 




TLC : Rf 0.33 (PtUU* $y : J-J]/=9 : 1) ; 

NMR (CDClg) : 8 7.40-6.80 (m, 9H) , 6.53 (s, 2H) , 4.80-4.00 (m, 3H) , 4 

.59 (s, 2H), 4.00-3.60 (m, 6H) , 2.80-1.60 (m, 7H) , 1.40-1.20 (m, 3fl), 

[0 3 4 4] 
aflfe«5 (7 4) 

(4- (N- (3, 4, 5 - h U * h^ri/7x- ;i/;ft/l/>j<- ;i/) -N- (3-7 

31— /i/- 2 -*^;i/:/nfcr;i0 r^7^^;i/) :7ai-;t/;$-*s/) g^gfe 

[ft 1 8 9 ] 




T L C : R f 0.33 (*?# nn^3t>:^^; -;i/= 9:1); 
NMR (CDClg) : 8 7.40-6.80 (m, 9H) , 6.57 (s, 2H) , 5.00-4.40 (m, 2H) , 4 
.65 (s, 2H), 4.00-3.60 (m, 9H) , 3.60-1.80 (m, 5H) , 1.00-0.70 (m, 3H) 0 
[0 3 4 5] 

mmm 5(75) 

(4- (N- (3, 5 -V* h*ri/-4 x-;i^*;i/7K— JV) -N- ( 

.3 --7 3i-;i/- 2-^^;i/^ntf;v) r^y^^;i/) 7 x.=-)\s**i/) mm 



15 1 



ffilE# 2 0 0 3 -3 



#2 002 — 291137 



Utl 9 0] 




• TLC : Rf 0,33 ($?*nn*#> : *#y-;i/=9 : 1) ; 

NMR (CDClg) : 5 7.40-6.80 (m, 9H) , 6.51 (s, 2H) , 5.00-4.40 (m, 2H) , 4 
.65 (s, 2H), 3.90-3.60 (m, 6H) , 3.60-1.80 (m, 8H) , 1.00-0.60 (m, 3fl) D 

[0 3 4 6] 
g|j|M5 (7 6) 

(4- (N — (3, 4, 5- hU* Y*i/7*—fri3}Vi?s=-fy) — N — (3 -7 
lit 1 9 1 ] 




TLC : Rf 0.33 (P?UU**y : S-;V=9 : 1) ; 

NMR (CDClg) : 8 7.40-6.80 (m, 9H) , 6.55 (s, 2H) , 4.64 (s, 2H) , 4.70-4 

.30 (m, 2H), 3.90-3.60 (m, 9fl) , 3.60-1.70 (m, 5H) , 1.40-1.00 (m, 3H)„ 

. [0 3 4 7] 
HHM5 (7 7) 

(4- (n- (3, s-*?* h^^-4 -^^;v^x-;i/^j;i/jK— ;v) -n- ( 



15 2 



ffJIE4# 2003-3027720 



#2 002 — 291137 



Utl 9 2] 




TLC : Rf 0.33 (i?^Dn>t^ : *#y-;i/= g : 1) ; 
NMR (CDC1 3 ) : 5 7.40-6.80 (m, 9H) , 6.49 (s, 2H) , 4.63 (s, 2H) , 4,70-4 
.30 (m, 2H), 3.90-2.30 (m, 9H) , 2.20-1.70 (m, 5H) , 1.40-1.00 (m, 3H)„ 
[0 3 4 8 ] 

mmms (7 8) 

4- (N- (3, 4, 5-hiJ^h^fJ/7x^M->n/) — N — 

lit 1 9 3 ] 



o 




TLC : Rf 0.51 (2^nn*#> : ;*#y>-;i/=9 : 1) ; 

NMR (CDClg) : 6 8.14-8.06 (m, 2H) , 7.45-6.88 (m, 7H) , 6.59 (s, 2H) , 4 

.87-4.50 (m, 2H) , 3.96-3.09 (m, 11H) , 2.78-2.33 (m, 2H) , 2.18-1.78 (m, 2 

H). 

[0 3 4 9] 

mmi (79) 

4- (N- (3, 5-i;^^S/-4-^f^7x-;i/AM-;i/) — N — (3 



15 3 



mtiE# 2 0 0 3 -3 0 



#2 0 0 2 — 2 9 1 1 3 7 



[ft 1 9 4 ] 



O 




T LC : R f 0.49 (£??na* : * #J-fr = 9:1); 

NMR (CDC1 3 ) : 8 8.14-8.05 (m, 2H) , 7.47-6.85 (m, 7H),.6.53 (s, 2H) , 4 

.87-4.50 (m, 2H) , 3.89-3.09 (m, 8H) , 2.78-2.38 (m, 2H) , 2.18-1.70 (m, 5H 

)- 

[0 3 5 0] 

mmm 5 (so 

4- (N- (3, 5 h^rS/-7x~^b!j;i/3K-;i/) — N — (3-7i-;^ 



o 




TLC : Rf 0.46 (Z?>7UU**y : j> % J -A/= 9 : 1) ; 
NMR (CDGlg) : 8 8.09-8.05 (m, 2H) , 7.44-6.92 (m, 7H) , 6.55-6.43 (m, 3 
H), 4.85-4.45 (m, 2H) , 3.89-3.61 (m, 6H) , 3.58-3.10 (m, 2H) , 2.78-2.35 ( 
m, 2H), 2.08-1.75 (m, 2H) 0 
[0 3 5 1] 

mmm 5 (sd 

4- (N — (3, 4, 5-hiJXh^i/7x-;WM-^) -N- (3-7x 



15 4 



2 0 0 3 -3 



lit 1 9 6 ] 



#2002—291137 



O 




TLC : Rf 0.44 (^an^^> : *#y-;i/=9 : 1) ; 
NMR (CDClg) : 8 8.10-8.05 (m, 2H), 7.46-6.90 (m, 7H) , 6.58 (s, 2H) , 4 
.89-4.47 (m, 2H) , 4.18-3.76 (m, 6H) , 3.61-3.10 (m, 2H) , 2.78-2.30 (m, 2H 
• ), 2.08-1.72 (m, 2H) , 1.58-1.25 (m, 9H)„ 
[0 3 5 2] 

mmm 5(82) 

3- (N- (3, 4>, 5- b U ;* h^i/7ai-;iy^;i/7K-;i/) — N — (3-7i 
Kb 1 9 7 ] 



o 




TLC : Rf 0.44 (V#UU*#> : ^^^-;v= 9:1); 
NMR (GDClg) : 8 8.06-7.94 (m, 2H), 7.62-6.90 (m, 7H) , 6.63 (s, 2H) , 4 
.90-4.43 (m, 2H) , 3.96-3.64 (m, 9H) , 3.62-3.11 (m, 2H) , 2.78-2.32 (m, 2H 
), 2.11-1.79 (m, 2H) e 
[0 3 5 3] 

mmm 5(83) 

3- (N — (3, 5 b3f£/-4 -^^;i/7x~;i/^j;i,7K-;V) — N — (3 



15 5 



2 003-3027720 



#2 0 02-29 113 7 



Ut 1 9 8 ] 



O 




TLC : Rf 0.44 (i?^nn^> : ;* 9 : 1) ; 

NMR (CDClg) : 8 8.06-7.94 (m, 2H) , 7.66-6.90 (m, 7H) , 6.56 (s, 2H) , 4 
• .90-4.43 (m, 2H) , 3.90-3.10 (m, 8H) , 2.78-2.32 (m, 2H) , 2.17-1.79 (m, 5H 

)o 

[0 3 5 4] 

(8 4) 

3- (N- (3, 5 V*ci/-7^-Jl%)\,tf-)\,) — N — (3 -y^—JV? 

ntf;b) ys>r*^;i/) $cMmm 

[ftl9 9] 

o 




COOH 



TLC : Rf 0.45 (i?^PD^^> : 9 : 1) ; 

NMR (CDClg) : 8 8.08-7.86 (m, 2H) , 7.63-6.92 (m, 7H) , 6.56-6.43 (m, 3 
H), 4.86-4.48 (m, 2H) , 3.88-3.63 (m, 6H) , 3.57-3.15 (m, 2H) , 2.72-2.37 ( 
m, 2H), 2.09-1.76 (m, 2H) 0 
[0 3 5 5] 

mmm 5(85) 

3- (N- (3, 4, 5 - h 'Jl h^r$/7ain > a'^;^J^~;i/) — N — (3-7x 



15 6 



2003-3027720 



#2 0 0 2 — 2 9 1 1 3 7- 

U t 2 0 0 ] 



o 




TLC : Rf 0.50 (^nn*#> : ;*#y-;i/=9 : 1) ; 
• NMR (CDC1 3 ) : 8 8.06-7.92 (m, 2H) , 7.63-6.92 (m, 7H) , 6.61 (s, 2H) , 4 
.90-4.46 (m, 2H) , 4.15-3.84 (m, 6H) , 3.63-3.09 (m, 2H) , 2.78-2.26 (m, 2H 
), 2.09-1.78 (m, 2H) , 1.51-1.29 (m, 9H)„ 
[0 3 5 6] 

mmm 5(86) 

(4- (N- (3, 4, 5-Mj^h^ri/7x-;i/^lM-^) — N — (3-7 
[ft2 0 1] 

o 




TLC : Rf 0.59 (^nn^^> : *#>/~;i/=9 : 1) ; 
NMR (CDC1 3 ) : 5 7.35-6.89 (m, 9H) , 6.58 (s, 2H) , 4.69, 4.51 (s, 2H) , . 
3.89-3.19 (m, 13H) , 2.65, 2.43 (s, 2H) , 2.05-1.77 (m, 2H) 0 
[0 3 5 7] 

mmm 5(87) 

(4- (N- (3, 5 -P* h*ci/7*-)\sj!i;i-tf=-;i) -N- (3-7oi-;i/ 



15 7 



ffiHEfl 2003-3027720 



#2002—291137 



[ft 2 0 2 ] 



CH 3 Q 




CH 3 ^^x^/COOH 



TLC : Rf 0.59 (*J>7Un*9y : J -;i/= 9 : 1) ; 
NMR (CDClg) : 8 7.32-6.95 (m, 9H) , 6.50-6.44 (m, 3H) , 4.70 , 4.46 (s, 
2H), 3.78, 3.68 (s, 6H) , 3.64 (s, 2H) , 3.50, 3.16 (s, 2H) , 2.64, 2.40 (s 
, 2H), 1.97, 1.83 (s, 2H) 0 
[0 3 5 8] 

mmm 5(88) 

(4- (N — (4 -Z?7J\s?tU* h^J/7x- ji-ftjitf- — N — (3 -7i 
—;i/yntf;i/) y^*^-;i0 7i-;i/) 
[ft 2 o 3 ] 

o 




OOH 



TLC : Rf 0.57 (^nn*#> : *#7-;i/=9 : 1) ; 
NMR (CDC1 3 ) : 6 7.43-6.90 (m, 13H) , 6.51 (t, J=75Hz, 1H) , 4.72, 4.47 
(s, 2H), 3.65 (s, 2H), 3.49, 3.14 (s, 2H) , 2.64, 2.41 (s, 2H) , 2.04-1.75 
(m, 2H) 0 

[0 3 5 9] 

mmm 5 (8 9) 

(4- (N — (3, 4, 5 - h h 7 )\si$=L)\,) — N — (3- ( 



15 8 



2003-3027720 



#2 002-291137 



lit 2 0 4 ] 




TLC : Rf 0.51 (^nn^^ : *#7-;i/=9 : 1) ; 

NMR (CDClg) : 8 7.37-6.78 (m, 8H) , 6.59 (s, 2H) , 4.82-4.42. (m, 2H) , 3 

.99-3.42 (m, 12H) , 3.39-3.08 (m, 1H) , 2.71-2.05 (m, 5H) , 2.03-1.68 (m, 2 

H)„ 

[0 3 6 0] 

mmm 5 00) 

(4- (N — (3, 5 -p* h*t/-4 -n- ( 
3- (2-^f^7i-^) y°u\£)\,) y ^ j y^—)^ mm 

C-fb 2 0 5 ] 




TLC : Rf 0.47 (V>;uu*$y : j*#y-;i/=9 : 1) ; 
NMR (CDClg) : 8 7.37-6.78 (m, 8H) , 6.53 (s, 2H) , 4.81-4.42 (m, 2H), 3 
.90-3.14 (m, 10H), 2.77-1.67 (m, 10H). 
[0 3 6 1] 

mmm son 

(4- (N — (3, 5-^h=3ri/7x^;i/^;i/) -N- (3- (2-* 



15 9 



miE# 2 0 0 3 -3 0 



#2002-291137 



Ut 2 0 6 ] 




TLC : Rf 0.44 (P9llU*$y : J~-Jl=9 : 1) ; 
NMR (CDClg) : 8 7.36-6.82 (m, 8H) , 6.53-6.42 (m, 3H) , 4.80-4.41 (m, 2 
H), 3.95-3.47 (m, 9H) , 3.31-3.14 (m, 1H) , 2.69-2.52 (m, 1H) , 2.43-2.09 ( 
m, 4H), 2.01-1.69 (m, 2H) 0 
[0 3 6 2] 

mmmb (9 2) 

(4- (N — (3, 4, 5- hU* h^f £/7x-;i/#;t/tff-;i/) -N- (3- ( 

3 - *^;i7 yntf;i/) y ^ j ^^f-jv) y*=.;v) mm 

lit 2 0 7 ] 



o 




TLC : Rf 0.40 (^nn^V : *#/-;i/=9 : 1) ; 
NMR (GDClg) : 5 7.39-6. 69 (m, 8H) , 6.59 (s, 2H) , 4.80-4.41 (m, 2H) , 3 
.97-3.06 (m, 13H) , 2.71-2.09 (m, 5H) , 2.08-1.75 (m, 2H)„ 
[0 3 6 3] 

mmms (93) 

(4- (N- (3, 5-^ h#J/-4-^^7i-^^-;i/) — N — ( 



16 0 



ffiIE# 2 0 0 3-3 



#2 002-291 137 



lit 2 0 8 ] 



O 



CH 3 Q 



H 3 C 




CH 3 



TLC : Rf 0.40 (VVUU^&y : >>-;!/= 9 : 1) ; 

NMR (CDCI3) : 8 7.36-6.64 (m, 8H) , 6.52 (m, 2H) , 4.80-4.39 (m, 2H) , 3 

.89-3.40 (m, 9H) , 3.30-3.09 (m, 1H) , 2.71-1.74 (m, 10H)„ 

[0 3 6 4] 
HfeM5 (9 4) 

(4- (n- (3, 5 -y* i>3f s/:7x-;t/#;i/7ff— jv) -n- (3- (3-* 

fjl/7iijl/) yotf;i/) T ^ J *m) 7i-^/) mm 
lit 2 0 9 ] 



TLC : Rf 0.40 (i?^Dn^^> : ;* 9 : 1) ; 

NMR (CDCI3) : 8 7.27-6.72 (m, 8H) , 6.52-6.39 (m, 3H) , 4.76-4.39 (m, 2 
H), 3.87-3.59 (m, 8H) , 3.56-3.40 (m, 1H) , 3.24-3.06 (m, 1H) , 2.66-2.52 ( 
m, lfl), 2.42-2.19 (m, 4H) , 2.05-1.72 (m, 2H) 0 
[0 3 6 5]- 

mmms o 5) 

(4- (N- (3, 4, 5- hV* b*i/y*-JiJ}JUtf-JV) -N- (3- ( 




o 



CH 3 o 



CH 3 



16 1 ffiIE#2 0 0 3-3 



#2 0 0 2 — 2 9 1 1 3 7 

[ft 2 10] 



O 




TLC : Rf 0.40 (^nn^^> : ;* # J = 9 : 1) ; 
NMR (CDCI3) : 8 7.35-6.77 (m, 8H) , 6.58 (s, 2H) , 4.76-4.41 (m, 2H) , 3 
.92-3.39 (m, 12H) , 3.34-3.10 (m, 1H) , 2.69-2.18 (m, 5H) , 2.09-1.78 (m, 2 
• H) a 

[0 3 6 6] 

mmm 5 (96) 

(4- (N — (3, 5-£?* h^>-4-^fjI/7i- jv) — N — ( 

3- (4-^^7i-;i/) ^ntf^) 7 ^ y 7i-;b) WW. 

[ft 2 1 1] 

o 




TLC : Rf 0.42 (^^OD^^> : *9J-)l=9 : 1) ; 

NMR (GDGI3) : 8 7.35-6.75 (m, 8fl) , 6.52 (s, 2H) , 4.78-4.39 (m, 2H) , 3 

.88-3.08 (m, 10H) , 2.70-1.72 (m, 10H) o 

" [0 3 6 7] 
gjl5 (9 7) 

(4- (N- (3, 5 -V* h^i/7i-^jl/») -N- (3- (4-* 

f;i/7x-^ ^ntr;v) T^*^;i/) 7i-^) WW 



16 2 



ffitiE# 2003-3027720 



#2002—29 1137 



lit 2 1 2] 



CH 3 Q 




TLC : Rf 0.42 (V?UU*$y : *Z J-)V=9 : 1) ; 

NMR (CDCI3) : 8 7.29-6.79 (m, 8H) , 6.51-6.41 (m, 3H) , 4.78-4.39 (m, 2 

H), 3.86-3.59 (m, 8H) , 3.56-3.38 (m, 1H) , 3.26-3.06 (m, 1H) , 2.68-2.51 ( 



[0 3 6 8] 

mmm 5 os) 

(4- (N — (3, 4, 5- hU* V*ri/7*=-fr%fyi£=.Jl) -N- (3- ( 
[^2 13] 



TLC : Rf 0.41 (^?nn;*#> : *#y~;i/=9 : 1) ; 
NMR (CDClg) : 8 7.27-7.05 (m, 6H) , 6.98-6.76 (m, 2H) , 6.59 (s, 2H) , 4 
.79-4.46 (m, 2H) , 3.93-3.45 (m, 15H) , 3.33-3.10 (m, 1H) , 2.72-2.36 (m, 2 
H), 2.07-1.77 (m, 2H)„ 
[0 3 6 9] 

mmm 5(99) 

(4- (N- (3, b*ri/-4 - zi-Jlll frtf-JV) — N — ( 

3- (2-^ h^ri/7x-^) ^ntf;i/) 75 J *3-Jl) 7xi;i/) 



• m, 1H), 2.44-2.27 (m, 4H) , 2.06-1.72 (m, 2H)„ 




16 3 
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4#2 00 2-291137 



Ut 2 1 4 ] 



OCH 3 




COOH 

TLC : Rf 0.37 (^nn^^V : J-Jl= 9:1); 
NMR (CDClg) : 8 7.26-7.03 (m, 6H) , 6.96-6.71 (m, 2H) , 6.53 (s, 2H) , 4 
.79-4.42 (m, 2H) , 3.89-3.44 (m, 12H) , 3.29-3.09 (m, 1H) , 2.72-2.34 (m, 2 
H), 2.16-1.72 (m, 5H)„ 
[0 3 7 0] 

mmm 5 (100) 

(4- (n — (3, 5 hdrt/7x-;i/^;i/7i?-;v) -n - (3- (2-* 

[ft 2 15] 

OCH3 

CH3O 




COOH 



TLC : Rf 0.34 (Vtnn**y : 9 : 1) ; 

NMR (CDClg) : 8 7.32-7.03 (m, 6H) , 6.96-6.74 (m, 2H) , 6.56-6.40 (m, 3 
H), 4.79-4.41 (m, 2H) , 3.87-3.39 (m, 12H) , 3.23-3.04 (m, 1H) , 2.70-2.32 
(m, 2H), 2.01-1.72 (m, 2H)„ 
[0 3 7 1] 

mmms (lop 

(4- (N- (3, 4, 5 - h y * hdp£/:7x~;i/#;i/jtf-;v) -N- (3- ( 



16 4 



f&SE4# 2003-302772C 



#2002—291137 

Ut 2 1 6 ] 



O 




T L C : R f 0.32 □ U* & y : * # J -Jl= 9:1) ; 

NMR (CDClg) : 8 7.30-7.03 (m, 5H) , 6 . 83-6 . 45 (m, 5H) , 4.77-4.41 (m, 2 
H), 3.95-3.42 (m, 15H), 3.35-3.09 (m, 1H) , 2.70-2.29 (m, 2H) , 2.08-1.76 
• (m, 2H) 0 

[0 3 7 2] 
Mt&W 5 (10 2) 

(4- (n — (3, 5 -p* h=3f*/- 4 ;v) -n - ( 
3- O-^h^x-^) ^ntf;b) r^*^) 7i-;i/) 
Cfb 2 1 7 ] 



o 




TLC : Rf 0.32 (&>;uu*Zy : *#>>-;t/=9 : 1) ; 

NMR (CDC1 3 ) : 5 7.37-7.03 (m, 5H) , 6.85-6.42 (m, 5H) , 4.78-4.39 (m, 2 

i 

H), 3.88-3.39 (m, 12H) , 3.33-3.07 (m, 1H) , 2.72-2.23 (m, 2H) , 2.14-1.70 
(»» 5H) 0 

[0 3 7 3] 

mmm 5 (103) 

(4- (N- (3, 5 hdr^7x-;b*;i/3K-;i/) — N — (3- (3-* 



16 5 



20 0. 3-3027720 



#2 00 2 — 291137 

C-ffc 2 1 8 ] 



O 




TLC : Rf 0.32 (*JVUU**y : J-Jl/=9 : 1) ; 
NMR (CDC1 3 ) : 5 7.35-7.03 (m, 6H) , 6.85-6.40 (m, 5H) , 4.78-4.39 (m, 2 
H), 3.86-3.60 (m, 11H) , 3.58-3.40 (m, 1H) , 3.29-3.04 (m, 1H) , 2.68-2.30 
• (m, 2H), 2.04-1.70 (m, 2H)„ 
[0 3 74] 

mmm 5 c 1 0 4 > 

(4- (N- (3, 4, 5- MJ* h*c*/y*-/V3j)l>#-JV) — N — (3- ( 

4 h=3fi/7i-;i/) zfn tr;W y ^ J 7i3) ffiit 

Ut2 1 9] 

o 




TLC : Rf 0.32 (^nD^^> : *#7-;i,= 9 : 1) ; 

NMR (CDC1 3 ) : 5 7.35-6.65 (m, 8H) , 6.58 (s, 2H) , 4.78-4.39 (m, 2H) , 3 

.90-3.39 (m, 15H) , 3.30-2.99 (m, 1H) , 2.68-2.19 (m, 2H) , 2.09-1.71 (m, 2 

H). 

[0 3 7 5] 

mmms (io5) 

(4- (N- (3, 5-^b^i/-4-^^7x^^~;i/) -N- ( 



16 6 



2 0 03-3027720 



#2 002 — 291137 



[ft 2 2 0 ] 



CH s O 



H 3 C 




CH 3 



TLC : Rf 0.34 (P?UU*&y : *#y-;t/=9 : 1) ; 

NMR (CDC1 3 ) : 8 7,38-6.67 (m, 8H) , 6.52 (s, 2H) , 4.78-4.40 (m, 2H) , 3 

.89-3.39 (m, 12H) , 3.29-3.01 (m, 1H) , 2.68-2.23 (m, 2H) , 2.17-1.72 (m, 5 

H)o 

[0 3 7 6] 

mmm 5 ( 1 0 6 ) 

(4- (N- (3, 5 b^t/Z7jL=L)V^J]/^-JV) -N- (3- (4-* 
Ut2 2 1] 



TLC : Rf 0.39 (i^an*#> : **y-;i/=9 : 1) ; 
NMR (CDClg) : 8 7.38-6.69 (m, 8H) , 6.58-6.40 (m, 3H) , 4.78-4.38 (m, 2 
H),- 3. 84-3. 38 (m, 11H) , 3.57-3.36 (m, 1H) , 3.23-3.07 (m, 1H) , 2.63-2.25 
(m, 2H), 2.02-1.69 (m, 2H)„ 
[0 3 7 7] 

mmms (107) 

(4- (N — (3, 4, 5- h v* hdr^7x-;i/^;i/^-;i/) -n- (3- ( 



CH3O 




'CH 3 



16 7 



mffiE#2 0 0 3 -3 0 



#2 002-291137 



Ut 2 2 2 ] 



CH 3 Q 



CH3O 




.COOH 



TLC : Rf 0.41 (VVUU^&y : *#/-;i/=9 : 1) ; 
NMR (CDClg) : 5 7.37-6.89 (m, 8H) , 6.59 (s, 2H) , 4.81-4.45 (m, 2H) , 3 
.96-3.15 (m, 13H), 2.87-2.44 (m, 2H) , 2.09-1.78 (m, 2H)„ 
[0 3 7 8] 

mmm 5 c 1 0 8 ) 

(4- (N- (3, 5 h^^-4 -t^nsy^ZLJVjtjfy-tf—JV) -N- ( 
3- (2 -^DD7iUb) ^ntf;i/) T^y^^>0/) 7i-Jl/) 
[ft 2 2 3 ] 



TLC : Rf 0.41 (^nD^^>: ;*#7-;i/ = 9 : 1) ; 
NMR (CDClg) : 8 7.35-6.84 (m, 8H) , 6.56-6.49 (m, 2H) , 4.80-4.44 (m,2H 
), 3.87-3.10 (m, 10H) , 2.90-2.34 (m, 2H) , 2.11-1.75 (m, 5H), 
[0 3 7 9] 

mmm 5 (109) 

(4- (n — (3, 5 -y* h^ri/7x-;i/*;bJi<-;i/) -n- (3- (2-# 



CH3O 



H 3 C 




.COOH 



16 8 



ffiHff 2 0 0 3 -3 



#2 0 0 2-2.9 1 1 3 7 



[ft 2 2 4] 



CH 3 0 




COOH 



TLC : Rf 0.54 (P?UU*&y : J -)V=9 : 1) ; 

NMR (CDC1 3 ) : 8 7.37-6.90 (m, 8H) , 6.55-6.42 (m, 3H) , 4.79-4.43 (m, 2 

H), 3.86-3.14 (m, 10H) , 2.83-2.45 (m, 2H) , 2.04-1.76 (m, 2H)„ 

[0 3 8 0] 
HM5 (110) 

(4- (N — (3, 4, 5- h h^rS/7ai-;V^;i//K~;i/) — N — (3- ( 

3 -^nn7x-;i/) ^ntf;i/) 7^7*3^) 7i-;i/) 

[ft 2 2 5 ] 



CH 3 Q 



CH3O 




COOH 



TLC : Rf 0.54 (*J*nn**> : *#J-)l=2 : 1) ; 

NMR (CDClg) : 8 7.32-6.80 (m, 8H) , 6.59 (s, 2H) , 4.80-4.45 (m, 2H) , 3 

.96-3.11 (m, 13H), 2.73-2.27 (m, 2H) , 2.08-1.74 (m,2 fl)„ 

[0 3 8 1] 
^HM 5 (111) 

(4- (N — (3, 5 -t?* hdr^-4 -^jI/7i-M^l ;U) — N — ( 

3- (3-^an7x-;i/) ^nif;i/) y ^ / 7iiji/) B£M 



16 9 



ff}fiE# 2003-3027720 



#2 00 2-291137 

HC2 2 6] 



O 




TLC : Rf 0.53 {¥>7UU*Zy : ;* 9 : 1) ; 

NMR (CDC1 3 ) : 8 7.30-6.74 (m, 8H) , 6.52 (s, 2H) , 4.79-4.42 (m, 2H) , 3 
.82-3.12 (m, 10H), 2.74-1.68 (m, 7H)„ 
• [0 3 8 2] 

(112) 

(4- (N- (3, 5 -V* h^ri/7x-;i/^j;i/7i?-;i/) — N — (3- (3-# 

nn7i-;i/) ^ntf;i/) r^/*^;i/) 7i-^/)'»Si 

[ft2 2 7] 

O 




TLC : Rf 0.43 (^^nn^^> : ;*#y~;i/=9 : 1) ; 
NMR (GDClg) : 8 7.33-6.79 (m, 8H) , 6.49 (s, 2H) , 6.45 (s, 1H) , 4.75-4 
.42 (m, 2H), 3.86-3.61 (m, 8H) , 3.63-3.08 (m, 2H) , 2.69-2.29 (n, 2H) , 2. 
02-1.70 (m, 2H)„ 
[0 3 8 3] 
5 (113) 

(4- (N- (3, 4, 5-h'J^h^r^7x-;i/A;i/3J?-^) -N- (3- ( 



17 0 



ffi|iE# 2003-302772C 



#2002—291137 

[ft 2 2 8 ] 



O 




TLC : Rf 0.48 (^#np;*#> : *#J~fr=9 : 1) ; 
NMR (CDClg) : 8 7.30-6.77 (m, 8H) , 6.59 (s, 2H) , 4.76-4.39 (m, 2H) , 3 
.97-3.06 (m, 13H) , 2.73-1.71 (m, 4H)„ 
• [0 3 8 4] 

mmm 5 (114) 

(4- (N- (3, 5 -V* hdf>>-4 ai—jlitjjltf— Jl) -n- ( 

3- (4-^no7x-;i/) 7u\±;v) 7$J*?-jv) 7*—ji) WW. 
[ft 2 2 9 ] 

o 




TLC : Rf 0.49 (PVUXiZZy : J~fl/=9 : 1) ; 
NMR (CDClg) : 8 7.30-6.76 (m, 8H) , 6.52 (s, 2H) , 4.77-4.43 (m, 2H) , 3 
.87-2.97 (m, 10H) , 2.69-2.24 (m, 2H) , 2.14-1.70 (m, 5H)„ 
[0 3 8 5] 

mmm 5 (115) 

(4- (N- (3, 5 -V* i/^^-friJfyiS-fl,) -N- (3- (4-? 



17 1 



2003-3027720 



#2 0 0 2-2 9 1 1 3 7 



[ft 2 3 0 ] 



CH s O 




TLC : Rf 0.59 (P?UU**y : * # J -fl/= 9 : 1) ; 
NMR (CDClg) : 8 7.29-6.80 (m, 8H) , 6.54-6.42 (m, 3H) , 4.77-4.42 (m, 2 
H), 3.85-3.61 (m, 8H) , 3.54-3.07 (m, 2H) , 2.67-2.29 (m, 2H) , 2.01-1.71 ( 
m, 2H)„ 

[0 3 8 6] 

mmm 5 die) 

(4- (N- (3, 4, 5- by* b=3f>>7x— ;i/#;i/7K-;i/) -n- (3- ( 
[ft 2 3 1 ] 

O F 

CH3O, 



CH3O 




OOH 



TLC : Rf 0.33 (S??nn*#> : *#7-;t/=9 : 1) ; 
NMR (CDCI3) : 6 7.32-6.85 (m, 8H) , 6.59 (s, 2H) , 4.78-4.42 (m, 2H) , 3 
.94-3.41 (m, 12H), 3.22 (m, 1H) , 2.79-2.36 (m, 2H) , 2.08-1.77 (m, 2H)„ 
[0 3 8 7] 
(117) 

(4- (N- (3, 5 -V* hdfi/-4 -^f^/7i-;V*M->'I/) -N- ( 

3- (2-7Mn7i-W ^nt^;i/) 7 *^-;i0 7x-jb) Mfe 



17 2 



ffiSE# 2003-302772C 



#2 002—291137 



Uh 2 3 2 ] 



CH 3 Q 



H 3 C 




COOH 



TLC : Rf 0.33 (^?nn*#> : *$J-}1= 9 : 1) ; 
NMR (CDCI3) : 8 7.38-6.82 (m, 8H) , 6.52 (s, 2H) , 4.78-4.42 (m, 2H) , 3 
.89-3.41 (m, 9H), 3.20 (m, 1H) , 2.77-2.34 (m, 2H) , 2.11-1.75 (m, 5H)„ 
[0 3 8 8] 

iii 5 (lis) 

(4- (N- (3, 5 -2>* h*5/7x:i/l/#/I/JK=7l/) -N- (3- (2-7 

[•fb 2 3 3 ] 

O F 

CH3O, 

~ ~ " ~ 1 

" COOH 

TLC : Rf 0.33 (^?nn;*#> : *#^-;i/=9 : 1) ; 
NMR (CDClg) : 5 7.35-6.87 (m, 8H) , 6.57-6.40 (m, 3H) , 4.71 (m, 1H) , 4 
.48 (m, 1H), 3.83-3.59 (m, 8H) , 3.51 (m, 1H) , 3.17 (m, 1H) , 2.67 (m, 1H) 
, 2.43 (m, 1H), 2.05-1.76 (m, 2H) D 
[0 3 8 9] 

mmm 5 (119) 

(4- (N — (3, 4, 5- MJ* h=¥t/7x-;i/^;b5j<-;u) — N — (3- ( 




17 3 



2003-3027720 



^2 002—291137 



[it 2 3 4 ] 



CH 3 Q 



CH3O 




COOH 



TLC : Rf 0.33 (¥?UU*#y : *#7-;i/=9 : 1) ; 
NMR (CDClg) : 8 7.35-6.64 (m, 8H) , 6.59 (s, 2H) , 4.81-4.42 (m, 2H) , 3 
.92-3.06 (m, 13H) , 2.78-2.23 (m, 2H) , 2.10-1.71 (m, 2H) D 
[0 3 9 0] 

mmm 5 (120) 

(4- (N- (3, 5 h*ci/-4 ;t/#;i/?Jf-;i/) — N — ( 

3- (3 -7^D7x~^/) ^nif;i/) 7 ^ 7 ~7 3i— )V) 
lit 2 3 5 ] 



CH3O 



H 3 C 




COOH 



TLC : Rf 0.33 (^^DD^^> : 9 : 1) ; 

NMR (CDClg) : 6 7.37-6.57 (m, 8H) , 6.52 (s, 2H) , 4.81-4.42 (m, 2H) , 3 
.89-3.32 (m, 9H) , 3.20 (m, 1H) , 2.74-2.25 (m, 2H) , 2.12-1.64 (m, 5H)„ 
[0 3 9 1] 

mmm 5 (121) 

(4- (N- (3, 5 -P*,h*ci/y3i=.J\,%)VtfzL)l) — N — (3- (3-7 



17 4 £HIE4f 2003-3027720 



002—291137 



[ft 2 3 6 ] 



OCH 3 




COOH 



TLC : Rf 0.33.(^#nn*#> : *Z J-)l>=Q : 1) ; 
NMR (CDCI3) : 5 7.39-6.55 (m, 8H) , 6.53-6.40 (m, 3H) , 4.71 (m, 1H) , 4 
.47 (m, 1H), 3.84-3.59 (m, 8H), 3.49 (m, 1H) , 3.16 (m, 1H) , 2.62 (m, 1H) 
, 2.39 (m, 1H), 2.02-1.70 (m, 2H)„ 
[0 3 9 2] 

mmm 5 (122) 

(4- (N- (3, 4, 5-h'J^h^i/7x-^^-^) -N- (3- ( 
[ft 2 3 7 ] 



CH 3 Q 



CH 3 0 




COOH 



TLC : Rf 0.33 (V9UU*$y : ;*#7-;i/=9 : 1) ; 
NMR (CDCI3) : 8 7.31-6.80 (m, 8H) , 6.59 (s, 2H) , 4.79-4.38 (m, 2H) , 3 
.91-3.37 (m, 12H), 3.20 (m, 1H) , 2.72-2.20 (m, 2H) , 2.04-1.69 (m, 2H)„ 
[0 3 9 3] 

mmm 5 (123) 

(4- (N- (3, 5 -i?* hdrJ/-4 -^f^7x-W^^- M -N- ( 

3- (4-7WQ7x-^) ^ntr;i/) r ^ y 71-^ 



17 5 



ffi$E4# 2003-302772C 



Sj$2 002 — 291137 



Ut2 3 8] 



CH 3 0 



H a C 




COOH 



TLC : Rf 0.33 (i??UU*$> : *#y-;t/=9 : 1) ; 
NMR (CDC1 3 ) : 8 7.37-6.79 (m, 8H) , 6.51 (s, 2H) , 4.78-4.41 (m, 2H) , 3 
.89-3.37 (m, 9H) , 3.19 (m, 1H) , 2.70-2.22 (m, 2H) , 2.16-1.67 (m, 5H) C 
[0 3 9 4] 

mmm 5 (124) 

(4- (N- (3, 5 -if* h3?$/:7x-;i/#;i/3ff-;i/) -n - (3- (4-7 

[ft2 3 9] 



CH30 




COOH 



TLC : Rf 0.33 (*JV UU* *y : J-~Jl=9 : 1) ; 
NMR (CDGlg) : 8 7.37-6.79 (m, 8H) , 6.55-6.40 (m, 3H) , 4.70 (m, 1H) , 4 
.46 (m, 1H), 3.83-3.54 (m, 8H) , 3.47 (m, 1H) , 3.14 (m, 1H) , 2.60 (m, 1H) 
, 2.37 (m, 1H), 2.01-1.68 (m, 2H) a 
[0 3 9 5] 
(12 5) 



(4- (N- (3, 4, *h*i/7*—J]/iJfrtf—Jlr) -N- (3- ( 



17 6 



ffiSEff 2003-302772C 



#2 002-291137 



[ft 2 4 0 ] 




CH 3 Q 



CH3O 



TLC : Rf 0.50 (VtUUZZy : *#7-;i;=9 : 1) ; 

NMR (CDClg) : 8 8.02 (s, 1H) , 7.63-6.87 (m, 9H) , 6.59 (s, 2H) , 4.76-4 

.41 (m, 2H), 3.83-3.16 (m, 13H) , 2.85-1.74 (m, 4H) 0 

[0 3 9 6] 
mffiM5 (12 6) 

(4- (N- (3, 5 -P* hdpi/-4 -^A7i- ;Vj}Jltf—/l) -N- ( 

3- (-* y K-;v- 3 -^f;i/) ^ntr;i/) y^y*^;b) 7i3) 

[ft 2 4 1 ] 



CH30 



H a C 



TLC : Rf 0.50 (i?^nn^> : ;*#y-;i/=9 : 1). ; 

NMR (CDGlg) : 8 8.08-7.93 (m, 1H) , 7.62-6.86 (m, 9H) , 6.54 (s, 2H) , 4 

.77-4.42 (m, 2H) , 3.79-3.16 (m, 10H) , 2.85-2.47 (m, 2H) , 2.14-1.81 (m, 5 

H) 0 

[0 3 9 7] 

5 (12 7) 

(4- (N — (3, 5 -P* h^^7i- fyjtjfrtf-fl/) — N — (3- (-f > R 

3 --f;b) yntf;i/) 7$ J 7i-^) 




17 7 . mHE# 2003-3027720 



#2 00 2 — 291137 



[ft 2 4 2 ] 



CH 3 Q 




TLC : Rf 0.46 <S?*nn;**> : ^ # } -;i/= 9 : 1) ; 
NMR (CDCI3) : 8 8.06-7.93 (m, 1H) , 7.62-6.99, 6.95-6.87, 6.66-6.57 (m 
, 9H), 6.52-6.45 (m, 3H) , 4.74-4.39 (m, 2H) , 3.79-3.17 (m, 10H) , 2.84-2. 
47 (m, 2H), 2.12-1.80 (m, 2H) B 
[0 3 9 8] 

mmm 5 (128) 

(4- (N — (3, 4, h^ri/7x-^Mr. ; n/) — N — (3- ( 




COOH 



TLC : Rf 0.35 (P#UU*#Zs : ;* 9 J 9 : 1) ; 

NMR (CDC1 3 ) : 8 7.48-7.07 (m, 8H) , 6.60 (s, 2H) , 4.79-4.43 (m, 2H) , 3 

.90-3.39 (m, 12H) , 3.22 (m, 1H) , 2.79-2.35 (m, 2H) , 2.09-1.74 (m, 2H)„ 
[0 3 9 9] 

mmm 5 (129) 

(4- (N- (3, 5-Whif^-4-^^7x-MM-^) — N — ( 

3- (3 - h y *7;itfu*?-juy3i=. jv) -ju^jv) 7^ / *^;^) 7i-ji/) 



17 8 



2003-3027720 



4#2 0 0.2 — 2 9 1 1 3 7 

[flS 2 4 4 ] 



O 




TLC : Rf 0.35 (i?*na*#> : J-Jl=Q : 1) ; 
NMR (CDClg) : 8 7.51-7.07 (m, 8H) , 6.53 (s, 2H) , 4.80-4.43 (m, 2H) , 3 
.90-3.39 (m, 9H) , 3.22 (m, 1H) , 2.79-2.36 (m, 2H) , 2.19-1.77 (m, 5H)„ 
• [0 4 0 0] 

mmm 5 ( 1 3 0 ) 

(4- (N- (3, 5 -V* h *rt/ 7 )\sifs-)\s) -N- (3- (3~h 

[ft 2 4 5] 

O 




TLC : Rf 0.35 (^aa*#> : *#y-;i/=9 : 1) ; 
NMR (CDClg) : 8 7.52-7.03 (m, 8H) , 6.54-6.41 (m, 3H) , 4.66 (m, 1H) , 4 
.48 (m, 1H), 3.83-3.61 (m, 8H) , 3.50 (m, 1H) , 3.19 (m, 1H) , 2.70 (m, 1H) 
, 2.44 (m, 1H), 2.02-1.56 (m, 2H) 0 
[0 4 0 1] 

mmm 5 asp 

(4- (N — (3, 4, 5-h'J^h^fi/7x-^;i/&) — N — (3- ( 



17 9 



mH# 2003-3027720 



#2 002-291137 

U b 2 4 6 ] 



O 




TLC : Rf 0.35 (¥>;UU**y : ;* # ^ -;i/= 9 : 1) ; 
NMR (CDClg) : 5 7.58-7.00 (m, 8H) , 6.60 (s, 2H) , 4.80-4.43 (m, 2H) , 3 
.96-3.60 (m, 11H) , 3.59-3.09 (m, 2H) , 2.81-2.40 (m, 2H) , 2.19-1.79 (m, 2 
• H) 0 

[0 4 0 2] 

mmm 5 (132) 

(4- (N- (3, 5-i?*h*ris-4-*^;i7*—jlJj)Vtf—)V) -N- ( 

3- (4-h'j7Mn^^7x^) ^ntf;i/) 7iiji/) 

[<ffc 2 4 7 ] 



O 




TLC : Rf 0.35 (WUU*#y : J~)\,= 9:1); 
NMR (CDClg) : 5 7.59-6.95 (m, 8H) , 6.53 (s, 2H) , 4.80-4.37 (m, 2H) , 3 
.90-3.32 (m, 9H) , 3.21 (m, 1H) , 2.79-2.34 (m, 2H) , 2.16-1.70 (m, 5H)„ 
[0 4 0 3] 

mmm 5 (133) 

(4- (N — (3, 5-^b^>>7x^M^V) — N — (3- (4~h 



18 0 



£BIE# 2003-3027720 



. #2 002-291137 

[ft 2 4 8 ] 



O 



CH 3 Q 




TLC : Rf 0.35 (P?UU*&y : **J-Jl=9 : 1) ; 
NMR (CDCI3) : 8 7.59-6.96 (m, 8H) , 6.54-6.40 (m, 3H)., 4.71 (m, 1H) 4 
.48 (m, 1H), 3.85-3.62 (m, 8H) , 3.49 (m, 1H) , 3.17 (m, 1H) , 2.70 (m, 1H) 
• , 2.45 (m, 1H), 2.06-1.75 (m, 2H)„ 
[0 4 0 4] 

mmm 5 (134) 

3- (4- (N- (3, 4, 5 - h y * b^i/y^-frJMltf-Jl) — N — (3 
[ft 2 4 9 ] 



O 




TLC : Rf 0.53 (P9UU*9> : *Z J-Jl=2 : 1) ; 

NMR (CDC1 3 ) : 8 7.36-6.85 (m, 9H) , 6.60 (s, 2H) , 4.78-4.41 (m, 2H) , 3 

.97-3.03 (m, 11H) , 3.00-2.89 (m, 2H) , 2.73-2.31 (m, 4H) , 2.09-1.74 (m, 2 

H). 

[0 4 0 5] 

rnmms (135) 

3- (4- (N — (3, h*rt/—4 - x.-JV%)\/tf-)l) — N 



18 1 



2003-3027720 



#2 002-291137 



Ut 2 5 0 ] 



O 




TLC : Rf 0.49 (*>*nn**> : *#y-;i/=9 : 1) ; 
NMR (CDC1 3 ) : 8 7.38-6.84 (m, 9H) , 6.53 (s, 2H) , 4.77-4.41 (m, 2H) , 3 
.90-3.38 (m, 7H) , 3.34-3.09 (m, 1H) , 3.00-2.92 (m, 2H) , 2.76-2.52 (m, 3H 
• ), 2.52-2.32 (m, 1H) , 2.17-1.66 (m, 5H)„ 
[0 4 0 6] 

mmm 5 ( 1 3 6 ) 

3- (4- (N- (3, 5 ^i?* b*ci/7*-)Vj!];itf-fr) -N- (3-7ai 

[ft 2 5 1 ] 

o 




TLC : Rf 0.47 (P?UU*#> : *#^-;i/=9 : 1) ; 
NMR (CDClg) : 5 7.38-6.89 (m, 9H) , 6.57-6.41 (m, 3H) , 4.75-4.38 (m, 2 
H), 3.86-3.59 (m, 6H) , 3.56-3.38 (m, 1H) , 3.29-3.05 (m, 1H) , 3.00-2.89 ( 
m, 2H), 2.75-2.51 (m, 3H) , 2.49-2.34 (m, 1H) , 2.08-1.73 (m, 2H)„ 
[0 4 0 7] 

mmm 5 (137) 

3- (4- (N — (3, 5 -t: Fu^i/y^—frftfytf-jv) - 



18 2 



ffitE# 2003-3027720 



#2 002-291137 

[ft 2 5 2] 



O 




TLC : Rf 0.42 (i??UU*&y : y-;i/=9 : 1) ; 
NMR (CDC1 3 ) : 8 7.36-6.88 (m, 11H) , 4.78-4.40 (m, 2H) , 3.57-3.09 (m, 
2H), 2.99-2.89 (m, 2H) , 2.71-2.29 (m, 4H) , 2.18 (s, 6H) , 2.00-1.72 (m, 2 
• H). 

[0 4 0 8] 

mmm 5 c 1 3 8 > 

4- (4- (N- (3, 4, 5 - h U * h3fS/7ain;i/;2j;i/3}f— -N- (3 
[ft 2 5 3 ] 




TLC : R £ 0.64 (i?^an^^: *#./-;i/=9 : 1) ; 
NMR (CDC1 3 ) : 8 7.40-6.90 (m, 9H) , 6.50 (s, 2H) , 4.79-4.42 (m, 2H) , 3 
.98-3.11 (m, 11H), 2.79-2.27 (m, 6H) , 2.10-1.78 (m, 4H) 0 
[0 4 0 9] 

mmm 5 (139) 

4- (4- (N- (3, 5 — N — (3-^ac 



18 3 



ffi§E$# 2003-3027720 



4#2 002-291137 

[fc2 5 4] 



O 




COOH 



TLC : Rf 0.59 (P?UU*&y : >>-;!/= 9 : 1) ; 
NMR (CDG1 3 ) : 8 7.33-6.92 (m, 9H) , 6.51 (s, 2H) , 6.45 (s, 1H), 4.70-4. 
45 (m, 2H), 3.78, 3.70 (s, 6H) , 3.56-3.43, 3.24-3.09 (m, 2H) , 2.69-2.34 
• (m, 6H), 2.04-1.75 (m, 4H)„ 
[0 4 10] 

mmm 5 (no) 

4- (4- (N — (3, 5 -i;^^-4 - t Kn^i/7ir^M-;b) - 

n- (3 -7x~^yntr;i/) y^/*^;i/) y^^jv) -f&yM 

[fb2 5 5] 



O 




TLC: Rf 0.56 (VVUUZZy : *#7-;t/=9 : 1) ; 
NMR (CDClg) : 8 7.35-6.88 (m, 11H) , 4.76-4.40 (m, 2H) , 3.56-3.09 (m, 
2H), 2.68-2.34 (m, 6H) , 2.18 (s, 6H) , 2.00-1.74 (m, 4H) Q 
[0 4 11] 

4- (4- (N-.(3, 5 h*S/-4 -*<my^-fylj)\si$-)\s) -N 
- (3 -73L=.fr7utZ)]/) T$J**jy) y^-jv) yr&>m. 



18 4 



ffifEff 2003-3027720 



#2 002-2 91137 

[it 2 5 6 ] 



O 




TLC : Rf 0.59 (VVUU^Zy : *#y-;i/=9 : 1.) ; 

NMR (CDClg) : 8 7.37-6.83 (m, 9H) , 6.54 (s, 2H) , 4.78-4.39 (m, 2H) , 3 

.87-3.03 (m, 8H) , 2.75-2.52 (m, 3H) , 2.50-2.29 (m, 3H) , 2.14-1.72 (m, 7H 

• >. 

[0 4 12] 

mmm e en ~ 6 (127) 

[0 4 13] 

mmm g en 

2- (4- (N- (2 h^rS/7a:-;i/^^3j<-;i/) — N — (3-7ac-;i/y 
^ lit 2 5 7 ] 



O 




HPLCfiH^ (#) : 4.06; 
Ma s sf-^ : 959 (2M+H) + , 480 (M+H) + e 
[0 4 14] 



18 5 



ffiSE# 2003-3027720 



^2002—291137 

2- (4- (N- (3-^h^S/7x-^M-;i/) — N — (3-7x^ 
[^2 5 8] 



o 




HPLC«» (#) :4.09; 
Mas sf-^ 5 959 (2M+H) + , 480 (M+H) + „ 
[0 4 15] 

2- (4- (N- (4 )\,ifs~)\s) -N- (3-7i-;i/^ 

[AJ2 5 93 



O 




HPLC^H^ (#) : 4.07; 

Ma s s-t*-* : 959 (2M+H) + , 480 (M+H) + „ 



[04 16]. 

mmme (4) 

2- (4- (N- (4 - xKi/7x^;^;i/3K-;b) — N — (3-7x-;i/7° 



18 6 



2003-3027720 



#2 002-291137 

Ut 2 6 0 ] 



O 



C 2 H 5 0 




HPLCijlH^ (#) :4.18; 
Ma s s^-* : 987 (2M+H) + , 494 (M+H) + „ 
• [0417] 
m&me (5) 

2- (4- (N — (4 -^yP^^ri/y^^Jly^^-J^ -N- (3-7:n 
[ft 2 6 1] 



o 




H PLCTOH (#) : 4.33; 
Mas s^-* : 556 (M+H) + a 



[0 4 18] 

2- (4- (N — (4 — f v^nt^M-^s/^jc— ;i/#;i/3}f-;i/) -n- (3- 



18 7 



mH# 2003-3027720 



#2 002—291137 

Ut 2 6 2 ] 



O 




HPLCMHF4 (#) : 4.24; 
Mas sf-^f : 508 (M+H) + c 



[0 4 19] 

2- (4- (N- (4 -S^/l^n* h^e/7^n;b^;p7i?-;b) -n- (3- 
[fH2 6 3] 



O 




HPLC#« (#) :4.12; 
Mass •x'-* : 516 (M+H) + „ 



[0 4 2 0] 

mffiffle (8) 

2- (4- (N — (4 - h V 7Jl*U* h*i/-7ai-)Vj!jfl,tf—;\,) -N- (3 



18 8 



ffiHE#2 003-3027720 



#2002-291137 

[ft 2 6 4 ] 



O 




HPLCftH^ (#) : 4.27; 
Mass 7 s - # : 534 (M+H) + 0 



[0 4 2 1] 

iitg (9) 

2- (4- (N — (4 - h U 7Mn^f^7x-M;i/3jfr^) — N — (3- 
[ft2 6 5] 



O 




HPLCijfH^ (#) : 4.25 ; 
Mas s^-* : 518 (M+H) + „ 



[0 4 2 2] 

jjj6 (1 0) 

2- (4- (N — (4 -^fMt7i-;Wjl/!jfi;i/) — N— (3-7x-;V 



18 9 



ffifE# 2003-3027720 



#2 00 2 — 291137 

Ut 2 6 6 ] 



O 




HPLCftft&m (#) :4.18; 
Massf-^:991 (2M+H) + , 496 (M+H) + D 



[0 4 2 3] 

mmi (id 

2- (4- (n- (2-^f;i/7i-;i/jj;i/^) -n- (3-7i-^n 

Hfc2 6 7] 



o 




HPLC§#i^ (#) :4.14; 
Massf-^f : 927 (2M+H) + , 464 (M+H) + D 
[0 4 2 4] 

mmme a 2) 

2- (4- (N — (3 - *^;i/-7:iL-;i/#;i,tff-;i/) — N — (3 -^ai-;i/^n 



19 0 



2003-3027720 



[ft 2 6 8 ] 



#2 002-291137 




CH S 



HOOC 

HPLCi^Hfl (30 : 4.18; 
Ma s sr-^i : 927 (2M+H) + , 464 (M+H) + , 
[0 4 2 5] 

mmme g 3) * 

2- (4- (N- (4 
[ft 2 6 9 ] 



-N- (3 -7x-^^n 



H 3 C 




HOOC 

HP LCt^n (#) : 4.18; 
Mas s^-* : 927 (2M+H) + , 464 (M+H) + 0 
[0 4 2 6] 

mmm 6 c 1 4 ) 

2- (4- (N- (4 n-)l%J],tf-jl) 



— N — (3 -7i-^n 



19 1 



aiU# 2003-3027720 



#20 02—291137 

[ft 2 7 0 ] 



O 




HPLCiWI (30 :4.26; 

Ma s s^-* : 955 (2M+H) + , 478 (M+H) + „ 



[0 4 2 7] 

mmm6 a 5) 

2- (4- (N- (4 ->f v^nif;i/7x~;i/^;i/3j<-;v) — N — (3-71- 
[ft 2 7 i ] 



o 




HPLCWi (30 :4.35; 

Ma s sf-^ :983 (2M+H) + , 492 (M+H) + B 



[0 4 2 8] 

mmme ci 6) 

2- (4- (N- (2-7M0 7x-^;i/iK-jl/) -N- (3-7ai~;i/y 



19 2 



ffiHEff 2003-3027720 



#2 00 2-291137 

Ut 2 7 2] 



O 




HPLCi^lS (#) :4.10; 
Mas st 1 -* : 935 (2M+fl) + , 468 (M+H) + 0 
• [0 4 2 9] 

m&M6 (1 7) 

2- (4- (N- (3 -yjVjtUy^-JlJjnytf—Jls) — N — (3-7x-^ 

[ft 2 7 3 ] 



o 




HPLCiJfUi (#) :4.11; 
Ma s s-^-* : 935 (2M+H) + , 468 (M+H) + „ 
[0 4 3 0] 

mmm 6 (is) 

2- (4- (N- (4 -yjV^W7ai~JVijJ]/j^—JV) — N — (3 -y^—^y 



19 3 



ffiftE# 2003-3027720 



#2 002-291137 



Ut2 7 4] 



O 




HPLCitH^ (30 : 4.11 ; 
Mas sf-^ : 935 (2M+H) + , 468 (M+fl) + 8 . 
[04 3 1] 

mmm 6(19) 

2- (4- (N- (4- (n, N->^^ntf;i/r^ j x;v7ft-;io 7t-ji/A;i/ 
tf-ji) — N — (3 - -7ai-;i/^nif;i/) 7 ^ 7 £M>^rM 

[ft 2 7 5] 




HPLC^^ (#) : 4.28; 
Mass -r 1 - & : 613 (M+H) + D 



[0 4 3 2] 

mmm e (20) 

2- (4- (N- (4 h3f$/- 3 -^On7a:n;i/^;i/3if-;i/) — N — (3 



19 4 



mi£# 2 0 0 3 -3 0 



#2 002-291137 

[ft 2 7 6 ] 



O 




HPLCiWI (30 :4.16; 
Mas s-?-* : 514 (M+H) + „ 



• [0 4 3 3] 

mmme (2 n 

2- (4- (N — (4 h^ri/- 3 -~hn^o:n;i/5!j;V7jf~;i/) — N — (3 

-7x.-jv?u tf;p) T^7^^;i/) 7i-ji/) ^If® 

[ft2 7 7] 



o 




HPLCM^ (30 :4.03; 
Mas s^-* : 525 (M+H) + 0 ■ 



[0 4 3 4] 

mmme (2 2) 

2- (4- (N — (3 h^>>-4-^^;i/7ai-;i/^;i/7if~;y) — N — (3 



19 5 



ffifflE4# 2003-3027720 



#2 002 — 291137 

[ft 2 7 8 ] 



O 




HPLC^JfBfUg (#) :4.22; 
Mas s-r-^ : 987 (2M+H) + , 494 (M+H) + D 
• [0 4 3 5] 

mmm 6(23) 

2- (4- (N- (2-^K^J/-4-^f;i/ft7xr;i/3!jM-;i/) -N- 
[ft2 7 9] 



O 




HPLCWi (30 :4.18; 
Mas s-r-# : 526 (M+H) + 0 



[0 4 3 6] 

2- (4- (n — (2 h^rS/-4 -^nn7oi~;v^;i/jK-;i/) — N — (3 



19 6 



ffi|iE# 2003-3027720 



[ft 2 8 0 ] 



#2 002 — 291 137 



O 




HPLC«jfW (#) :4.20; 
Mass 7 s - # : 514 (M+H) + c 



• [0 4 3 7] 

mmme (2 5) 

2- (4- (n- (3, 4 h^>>^x-;i/^;i/7if-;i/) -n- (3-71 
[ft 2 8 1 ] 



o 




HPLC#» (30 :3.99; 
Mas s-r-# : 510 (M+H) + „ 



[0 4 3 8] 

mmm6 (2 6) 

2- (4- (N — (2, 4 btrtsyoL-fyjjJltf—Jl) — N — (3 -7a: 



19 7 



mi£#2 003-3027720 



#2002-291137 

C-ffc 2 8 2 ] 



O 




HPLC##B*|H (#) :4.09; 
Mass 5 s - # : 510 (M+H) + „ 



[0 4 3 9] 

iii6 (2 7) 

2- (4- (N- (3, 5 h 7 KM-)],) — N — (3-7ac 

[-ft; 2 8 3 ] 



o 




HPLC«»Bfiai (#) :4.10; 
Mas sf*-* : 510 (M+H) + 0 



[0 4 4 0] 

mmme (2 8) 

2- (4- (N — (2, 3 h^i/^xn;^;!/^-;!,) — N — (3-?x. 



19 8 



ffiSE#2 003-3027720 



#2 002 — 291137 

lit 2 8 4 ] 



O 




HPLCM^ (30 : 4.07; 
Mas s-r-^ : 510 (M+H) + „ 



[044 1] 

mmme (29) 

2- (4- (N- (2-^DD-4, 5 h dpi/^ i — N 
lit 2 8 5] 



CI o 




HPLC§#M (30 : 4.08; 
Mas : 544 (M+H) + B 



[0 4 4 2] 

mmme o o> 

2- (4- (n- (2-^an-5-^f;i/7x-^;i//)f^) -n- (3- 



19 9 



ffifE# 2 0 0 3 -3 



#2 002-291137 

[ft 2 8 6 ] 



CI O 




HPLC^Hfl (#) :4.25; 
Mas s^-* : 995 (2M+H) + , 498 (M+H) + , 
[04 4 3]. 

mmme (3 n 

2- (4- (N — (2 -^^;i/-4 - ^nn7x^;i/^;i/^-;v) -n- (3- 
[ft 2 8 7 ] 



o 




HFLC|jE&l$N (£0 :4.27; 

Ma s sf-^l : 995 (2M+H) + , 498 (M+H) + „ 

[0 4 4 4] 
Mime (3 2) 

2- (4- (N- (2 -y;v*u- 5 -*?-;i/:7;c~;i/#;i,jK— -n - (3 



200 



ffifE# 2003-3027720 



#200 2-291137 

M b 2 8 8 ] 



F O 




HPLCii^ (#) :4.17; 

Mas sf-^ : 963 (2M+H) + , 482 (M+H) + D 

[0 4 4 5] 
Hfifcffif 6(33) 

2- (4- (N- (5 -^^/^-n- 2 -^^-;i/7oi^;i/^;i/^r-;i/) -N- (3 
Ut 2 8 9 ] 




HPLCW^ (#) : 4.15; 
Massf-^f : 963 (2M+H) + , 482 (M+H) + 0 
[0 4 4 6] 

mmm6 (34) 

2- (4- (N- (2-^;i/^n-4- hU7;i/^n^^;v7x-;v^;i/7j?-;i/ 
) -N- (3 tOb) 7x^) 



201 



ffi!E4# 2003-3027720 



. #2002—291137 

Ut 2 9 0 ] 



F O 




HPLCWn (#) : 4.27; 



Mas s : 536 (M+H) + „ 

[0 4 4 7] 
j&SfeM 6(35) 

2- (4- (n- (3, 4-s;7;i/tn7i^i/*;i/^) -n- (3-71 
[ft 2 9 1 ] 



o 




HPLC§W (30 :4.15; 
Mas s-x-^ : 971 (2M+H) + , 486 (M+H) + „ 
[0 4 4 8] 

mmm 6(36) 

2- (4- (N — (4- (fcfn-;i>- l -4)1) 7x_^^;i/3K-;i/) -n- ( 
3 -7xr;i/7 a ntf;i/) 7^7;*^;i/) 7xi;i/) £JM^ 



2 0 2 



mSE# 2003-3027720 



#2 002 — 291137 

[ft 2 9 2 ] 



O 




HPLC«» (30 :4.23; 
Mas s^-* : 515 (M+H) + „. 



[0 4 4 9] 

mmme o 7) 

2- (4- (n — (5-^/1/ try s?>-2 — r;i/*>n/7}f^;i/) -n- (3-7 




HPLCWH (30 :4.21; 
Mas s-?-^ : 507 (M+H) + „ 



[0 4 5 0] 

mm 6(38) 

2- (4- (N- (2 -#nn- 3 - ^fjl/7i^AM-^) — N — (3- 



2 .0 3 



ffifiE4# 2003-3027720 



#2 002 — 291 137 

[ft 2 9 4 ] 

t 



O 




HPLC«#BSrlW (#) : 4.21 ; 
Massr-^: 995 (2M+H) + , 498 (M+H) + B 
[0 4 5 1] 

mmme o 9) 

2- (4- (N — (2 nn-4 -7^tn7x- ;i/#;i/3j<-;i/) -n- (3 
[ft2 9 5] 



CI o 




HPLCfiyjUH (#) : 4.17; 
Mass "7 s # : 502 (M+H) + 0 



[0 4 5 2] 

mMW6 (4 0) 

2- (4- (N — (5- (2-^nn-5-MJ7;vtn^f^/7x~^) 

>-2-Jfrjjfrtf-J],) -N- (3-7i-;i/7nbf^ 7 ^ ; ?x. 



2 0 4 



miiE# 2003-3027720 



[ft 2 9 6] 



#2002-291137 



O 




HPLCfM (#) :4.53; 
Mass : 618 (M+H) + 0 



[0 4 5 3] 

mmw6 (4 i) 

2- (4- (N — (5- (4-^OD7x-^) 7^y-2 ->( fl/Jjfl/tf-;]/) 
lit 2 9 7 ] 



o 




[0 4 5 4] 
gjjMJ (4 2) 

2- (4- (N — (5- (3-hU7^D^f^/7x-;i/) 7^>~2-^;i/ 

^j;vjK-;i/) -n- (3 - ^x-;i/^ntr;i/) y^y*^;i/) 7x-^/) 



2 0 5 



mtE# 2003-3027720 



[ft 2 9 8 ] 



#2 002 — 291137 




HOOC 



HPLCiJ^n (#) :4.43; 
Mas sr-^ : 584 (M+H) + „ 
[0 4 5 5] 

mmme (4 3) 

2- (4- (N — (^>y^2j-:7^> - 2 — (JlfjjVtf-Jl) — N — (3-7i 

[ft 2 9 9 ] 



HPLCWI^ (30 :4.28; 
Mass : 506 (M+H) + „ 

[0 4 5 6] 

mmm6 (4 4) 

2- (4- (n — (-r > K-;i/- 5 -n- (3-7x^7 




2 0 6 



2003-3027720 



#2 002 — 291137 

[ft 3 0 0] 



O 




HPLC#8N*IW (#) :4.06; 

Ma s S"^— # : 977 (2M+H) + , 489 (M+H) + 0 



[0 4 5 7] 
gj|6 (4 5) 

2- (4- (N — (4 -i?7;i/^-n^ h^i/7x-;i/^;i//Kn;iy) -n- (3- 
7n^n^) 73 7*^) 7x3) 
Cfb 3 o l ] 



o 




HPLWHH (£0 : 4.07; 
Mass *r-% : 516 (M+H) + 0 



[0 4 5 8] 

mmme (4 6) 

2- (4- (N- (4 -P*3-;\,y$ j 7x~;i/^j;i/jjf-;i/) — N — (3-7i 



2 0 7 ffiiE4#2 003-3027720 



#2002-291137 

U t 3 0 2 ] 



O 




HPLCfi»»I (30 :3.67; 
Ma s s-r 1 -* : 985 (2M+H) + , 493 (M+H) + 0 



[0 4 5 9] 

HM6 (4 7) 

2- (4- (N — (4 -X^/lXJUH-^y^-jisjtjjitf-fy) _ N _ ( 3 _ 7 
[ft 3 0 3 ] 

O 



i 




HPLCffftRfrlRf (30 :3.82; 



Mass : 528 (M+H) + 0 

[0 4 6 0] 
§116 (4 8) 

2- (4- (N- (4 --hn^^n;b^;bjK^;i/) -N- (3-7i-^n 



2 0 8 



ffiIE#2 003-3027720 



#2 002 — 291137 

[ft 3 0 4 ] 



O 




HPLCW^ (#) :4.02; 

Ma s s^-* : 989 (2M+H) + , 495 (M+H) + „ 



• [04 6 1] 

mmme (4 9) 

2 - (4- (N- (4 -ifWM-^7i- ;v^j;v^-;v) -n- (3-7 

[ft3 0 5] 



o 




HPLCW^ (£0 :3.93; 

Ma s s-r-# : 983 (2M+fl) + , 492 (M+H) + 0 



[0 4 6 2] 

mmM6 (so) 

2- (4- (N — (3 -P*?-Jl>T$ J 7i-^A^-^) -N- (3-^ai 



2 0 9 



ffi|E# 2003-302772C 



#2 00 2 — 291137 



Ub3 0 6] 




HP LC&ftftm (£0 : 3.55 ; 
Mass -5 s - # : 479 (M - Me +H) + 0 



[0 4 6 3] 

mmme (5 i) 

2- (4- (N- (3 -*^JJ?dp$/7i.— 
[ft 3 0 7 ] 



o 



HOOC 




HPLC««N»m (#) :3.76; 
Massf-^ : 987 (2M+H) + , 494 (M+H) + 0 

[0 4 6 4] 
jM6 (5 2) 

2- (4- (N- (3-?OD7i-»to) -N 



002—291137 




HOOC 

HPLCiM (#> :4.13; 

Ma s sf-^f : 967 (2M+H) + , 484 (M+H) + „ 

[0 4 6 5] 
mmW 6(53) 

2- (4- (n- (2 -^nn7x- ;i/#;v3tf— ;v) 

Hb3 0 9] 
CI o 



— N — (3-7i-^n 




HOOC 

HPLC^HH (#) :4.07; 
Mas sf-^ :967 (2M+H) + , 484 (M+H) + 0 
[0 4 6 6] 

mmm 6 (54) 

2 _ ( 4 _ (N- (4 3 -i/VW^yf-A/JT*? ^>7i- /i/jfr/uaK— 
-N- (3 - 7x-;v^n tf;i/) T^y*^) 



2 11 



ffi!£# 2003-302772C 



#2002-291137 



[its 1 0] 




HOOC 



HPLC##B3NRI (#) :4.20; 
Mas sf-f : 564 (M+H) + „ 
[0 4 6 7] 



mmme (5 5) 

2- (4- (N — (2-)lh*J/-5-^nD7x-fl/*^-^) -N- (3 

[its 1 1] 



HPLC^ra (#) :4.12; 
Ma s : 514 (M+H) + 0 

[0 4 6 8] 
jM6 (5 6) 

2 - (4- (N- (2 h^fS/ — 5 — N — ( 

3 -7x.=.frzfU\£JV) T$;*^)V) 7x-^/) gift 




2 12 



miE^F 2003-302772C 



#2002-291 137 



OtS 1 2] 



O 




HPLC^Hi (#) :4.02; 

Ma. s sf-^ : 995 (2M+H) + , 498 (M+H) + 0 

[0 4 6 9] 
1116 (5 7) 

2- (4- (N — (2, 5-^b^S/7x-^!K-/l') -N- (3-7 
[ft3 13] 



o 




HPLC«» (#) :3.99; 
Massf-^:510 (M+H) + 0 



[0 4 7 0] 
gffitt 6(58) 

2 - (4- (n- (4 b^r>>- 3 -7;i/^*n^x— ;v) -N- 



2 13 



ffif£# 2 0 0 3 



4#2 002 — 291137 



[ft 3 1 4 ] 



O 




HPLCWi (#) :4.01; 

Mas sf-f :995 (2M+H) + , 498 (M+H) + Q 



• [0 4 7 1] 

$mme (5 9) 

2- (4- (N- (2, 5-^^0 0 71-^*;^-^) -N- (3 "7i- 
[-ft 3 1 5] 



CI o 




HPLCfi^miB (#) :4.16; 
Mass t 2 -^ : 518 (M+H) + D 



[0 4 7 2] 
ili6 (6 0) 

2- (4- (N- (3, 5-^9n07x-MM^) _ N — (3-7i-' 



2 14 



miE# 2003-3027720 



#2002—291137 

OtS 1 6] 



O 




HPLC#J#H3Mffl (#) :4.26; 
Mas s-?-* : 518 (M+H) + . 



• [0 4 7 3] 

jjj6 (6 1) 

2 _ (4- (N- (2-7^ta-6-?aa7i-Ji/*M-^) -N- (3 
•[ft 3 17] 



F O 




HPLC#8M*W (£0 : 4.09; 
Ma s s-r-# : 502 (M+H) + „ 



[0 4 7 4] 

6(62) 

2 _ (4- (N - (3, 4 -^7MD7i- )V) -N- (3-7i 



2 15 



ffiSE# 2003-302772C 



#2 002-291137 

[ft3 18] 



O 




HPLCW1 (£0 :4.07; 
Massf-f :971 (2M+H) + , 486 (M+H) + . 
• [0 4 7 5] 

mmms (63) 

2 _ (4- (n- (2, 3, 4, 5, 6 -Ky& 7;v*n 7 
-n- (3 -7x^;i/^nif;i/) y^y*^;i/) ^) ^If^ 

[ft 3 1 9] 



F O 




HPLCWH (#) : 3.91 ; 
Mas s : 539 (M+H) + 0 

[0 4 7 6] 

mmme (6 4) . 

2 - (4- (n- (i, 3 -v**v<i y#y- 5 — f;v#;nK-;i>) -n- ( 



2 16 



ffifl# 2003-302772C 



4#2 002-291137 



lit 3 2 0 ] 



O 




HPLCWE (#) :3.98; 
Ma s st 2 -* : 987 (2M+H) + , 494 (M+H) + 0 
• [0 4 7 7] 

mmme (e 5) 

2- (4- (N — (3, 4 -N - (3 --7^— 

[ft3 2 1] 
O 




HPLCfit^M (#) :4.18; 
Mass "r~% : 955 (2M+H) + , 478 (M+H) + 0 
[0 4 7 8] 

mmm 6(66) 

2- (4- (N- (3, 5 JV7 3i-;V%jn8— ;]/) -N- (3 --7ai- 



2 17 



2003-3027720 



#2 00 2-291137 

lit 3 2 2 ] 



O 




HPLCWi (j^) :4.20; 

Mas s*r~& : 955 (2M+H) + , 478 (M+H) + „ 

[0 4 7 9] 
§116 (6 7) 

2- (4- (N- (3, (h'j7;wn^f;i/) ;v*;i/Ji?~;i') 

n- (3 - 7i^^n tf;v) r ^ y *^;b) 

[ft 3 2 3 ] 



o 




HPLCfitfWW (30 :4.27; 
Mas s : 586 (M+H) + B 



[0 4 8 0] 

mmm 6(68) 

2- (4- (N — (3, 5 -M Kn^f^7x- fyjjjltfrLfl,) 

n — (3 -^x-^^ntr;!/) r^y*^;v) £JM?8I 



2 18 



miE#2 0 0 3 



4#2 002-291137 



. HE 3 2 4 ] 



O 




HPLCWJSMSIffl (#) :3.91; 
Massf-^ : 987 (2M+H) + , 494 (M+H) + e 
[0 4 8 1] 

mmme (6 9) 

2 - (4- (N — (2-9DD-4, 5-i?7^n7i-Jl/*M-;i/) -N 
- (3 - ^ai-^dfcW T3^**7I/) 
[ft3 2 5] 



CI O 




HPLC#»#|BI (30 :4.12; 
Mass 7 s - # : 520 (M+H) + 0 



[0 4 8 2] 
^HMJ (7 0) 

2- (4- (n — ( 3 - h u 7;i/t n ^ 4 - ^ f ;i/7 x-;i/*;!/jJ?-;i/) 
-n- (3 -? 7^7*^;i/) 7oc^;i/) 



2 19 



2 0 0 3-3 



#2002—291137 



[-ffS3 2 6] - 



O 




HPLCW^ (#) :4.22; 
Mass -5 s - # : 532 (M+H) + 0 



• [0 4 8 3] 

2- (4- (N- (4-^n07i-;^^A^->H/) -N- ( 3 -7x1 
[jfe3 2 7] 




HPLC««M*B9 (#) :4.16; 
Mas sf-^f : 995 (2M+H) + , 498 (M+H) + „ 
[0 4 8 4] 

mmme (72) 

2- (4- (N- (3 -^nn7xn;Mf;^;^-^) -n- (3-71- 



220 



IHU 1 ^ 2003-3027720 



432 002-291137 

lit 3 2 8 ] 



CI 




• HPLC«8N®W(#) :4.17; 

Mas sr-^: 995 (2M+H) + , 498 (M+H) + 0 
[0 4 8 5] 

mmme (73) 

2- (4- (N- (2-^nD7x-WfW») — N — (3 -7i- 

;i/^ntf;i/) t$;*^jv) :7x^) 

[ft 3 2 9 ] 




HPLCW® (£0 : 4.15 ; 
Ma s s-r-# : 995 (2M+H) + , 498 (M+H) + „ 
[0 4 8 6] 

mmme (7 4) 

2- (4- (N- (4 -7Wn7x- ;i/) -N - (4-:7:r 

-^7nW y ^ / 7i-^) 



2 2 1 



2003-302772C 



#2 00 2-291137 



[ft 3 3 0 ] 




HP-LCfiBMMB (#) :4.09; 
• Mas s-r-# : 963 (2M+H) + , 482 (M+H)*. 
[0 4 8 7] 

mmm6 (75) 

2- (4- (N — (4-^f;i/7x-MfM;i/») -N- (3-7i- 

lit a 3 1] 




HPLC^ffi (#) :4.14; 
Mas s-?-* : 955 (2M+H) + , 478 (M+H) + „ 
[0 4 8 8] 

mmme (7 gj 

2- (4- (N — (4 7 7a:n;i/^^;b*;V3}fr.;i/) — N— (3 



2 2 2 ffifE# 2003-3027720 



#2 0 0 2 — 2 9 1 1 3 7 



CflS 3 3 2 ] 




• HPLC«^H(^) :3.48; 
Mas sr-^ : 507 (M+H) + „ 
[0 4 8 9 ] 

mmme (7 7) 

2- (4- (N — (4 - h y ^;i/7hn^ h^pj/7x^^f^^-;b) — N 
[-ft 3 3 3 ] 




HPLCWS (£0 : 4.23; 
Mas sf-^ : 548 (M+H) + 0 
[0 4 9 0] 

mmm 6(78) 

2- (4- (N — (4 -N- (3-7i 



2 2 3 



ffi!E4# 2003-3027720 



#2 002-291137 



Ut 3 3 4 ] 




HPLCftSMHISa (30 :4.03; 
• Mas s-r-# : 987 (2M+H) + , 494 (M+H) + e 
[04 9 1] 

mmm 6(79) 

2- (4- (N — (3 b^r^^x-;!/^^;!/^;!/^— ;V) — N — (3-7x 
[ft3 3 5] 




HPLC«» (#) : 4.06 ; 

Ma s s«r-# : 987 (2M+H) + , 494 (M+H) + „ 

[0 4 9 2] 
H»«6 (8 0) 

2- (4- (n- (2 h^i/7x-;i/^^;i/*;v7K-;v) -n- (3-7x 



2 2 4 



£BfiE# 2003-302772C 



#2 002-291137 



[ft 3 3 6 ] 




HPLCfiE&Btn (#) : 4.09; 
• Mas s-r-# : 987 (2M+H) + , 494 (M+H) + „ 
[0 4 9 3] 

mmme can 

2- (4- (N — (2, 3 h^^7x~;i/^^;i/^;i/jjf-;i/) -N- (3 

-7i-^/^D^l/) T^y^^;i/) 7i-Jl/) 
[ft3 3 7] 




HPLCWfl(^) :4.06; 
Mas sf-^i : 524 (M+H) + „ 
[0 4 9 4] 

mmme (82) 

2- (4- (N — (3, 4 -2?* h^i/"7a:-;i/^^;i/^;i/7K-;i/) — N — (3 



2 2 5 



ffifEW 2003-3027720 



[ft 3 3 8 ] 



*j#2 002 — 291137 




• HPLC##B*IB (30 :3.93; 
Mas s^-* : 524 (M+H) + „ 

[0 4 9 5] 
m&ffl 6(83) 

2- (4- (n — (2, 5-s;^ hape/7o:n;i/^^;v^;^5K-;i/) -N- (3 

-^n-JVjU^JV) T$ 
Uh 3 3 9 ] 




HPLCifUn (3-) :4.07; 
Mas sr-^t : 524 (M+H) + „ 
[0 4 9 6] 

mmme (8 4) 

2- (4- (N — (3, h^j/7i-jl/^f^/b») -N- (3 



2 2 6 



ffilfcff 2003-3027720 



#2 002-291137 



[ft 3 4 0 ] 




• HPLC#SM*ra (£0 :4.04; 
Mas sf-^i : 524 (M+H) + „ 
[0 4 9 7] 

mmme (s 5) 

2- (4- (N- (1 -7^^;i/^nif;i/^;b^n;i/) -n- (3-7x-^^ 
[ft 3 4 1] 




HPLCiiil (£0 :4.26; 
Mas sf-^f : 985 (2M+fl) + , 492 (M+H) + . 
[0 4 9 8] 

mmm e (86) 

(2- (4- (N — (4 -^7;b^-n^ b^rS/7a:~;i/^;i/7j<-;i/) -N- (3 



2 2 7 



ffifE# 2003-3027720 



#2 002 — 291137 

Ut 3 4 2 ] 



O 




HPLCjRSNSIBJ (30 :4.09; 
Mas sf-^ : 530 (M+H) + a 



[0 4 9 9] 

(2- (4- (N- (2-i?-7)]/#U* b*ci/7 3:-)VjSj]/j8—)l) — N — (3 
[ft 3 4 3] 



O 




HPLC##Bm (#) :4.06; 
Mass -r-* : 530 (M+H) + „ 



[0 5 0 0] 

(2- (4- (N- (2 h^ri/- 5-^nn^xn;i/^;i/jj?-;iy) -N- ( 



2 2 8 



fflSEW 2003-3027720 



#2 002 — 291137 

lit 3 4 4 ] 



O 




HPLCfiWHRI (£0 :4.15; 
Mas : 528 (M+H) + „ 



[0 5 0 1] 

mmme cs 9) 

(2- (4- (n- (2 5 -y/v^ruy^zLjv^jv^-jv) -N- ( 

[ft 3 4 5] 



o 




HPLCijfUra (30 :4.11; 
Ma s s-?-* : 991 (2M+H) + , 496 (M+H) + D 
[0 5 0 2] 

mmm 6 oo 

(2- (4- (N- (2, 5-i;^n0 7x-^;^-;i/) — N — (3-7ac 



2 2 9 



mSE# 2003-3027720 



#2 002 — 291137 

[ft 3 4 6 ] ' 



CI O 




HPLCIM (30 :4.21; 
Mass 5 s -* : 532 (M+H) + 0 



[0 5 0 3] 

mmme o n 

(2- (4- (N — (2, 5 h^ri/7i-;i/j!j;P3K-;i/) -N- (3 
[^3 4 7] 



o 




HPLCiM (^) :4.03; 
Mass 7 s - # : 524 (M+H) + „ 



[0 5 0 4] 
mm 6(92) 

(2- (4- (N — (2-^nn-5-)l^7i-;VAM-A) — N — 



2 3 0 



ffi|£# 2 0 0 3 




#2 002-291137 




HOOC, 

"HPLC#j*BiNfir (#) :4.19; 
Mas sf-^ : 512 (M+H) + „ 
[0 5 0 5] 

mmme o 3) 

(2- (4- (N — (2-* b*i/- 5 -7MD7x^;i/)l i f-^) 

[ft 3 4 9 ] 
OCH3 o 



— N — 




HOOC, 

HPLCWi W :4.06; 
Mas s "r-Z : 512 (M+H) + a 
[0 5 0 6] 

mmm e 04) 

(2- (4- (N- (3-^nn-4-^h^i/7x-;v?!j^;i/) 



N- ( 



2 3 1 



ffi|E# 2003-302 7*7 20 




HPLC##H?IHf (£0 : 4.11 ; 
Mas s -r~# : 528 (M+H) + D 
• [0 5 0 7] 

mmme o 5) 

(2- (4- (N- (3-^hfi/-4-^f;i/7i-^to) -N- ( 
[^3 5 1] 



o 




HPLCi^ (#) : 4.18; 
M a s s -r-# : 508 (M+H) + „ 



[0 5 0 8] 

mmm 6 06) 

(2- (4- (n- (2-*nn-3 ;v) — N — (3 



2 3 2 



ffiSE# 2003-302772C 




HPLC#8M$iai (#) :4.18; 
Mass "r~% : 512 (M+H) + „ 
• [0 5 0 9] 

mmme o 7) 

(2- (4- (N- (2-7MD-6-^DD7iC^M- -N- ( 

3 -7i- ;i/^ntr;i/) 7^;^f;W 7xi;v) St;®* 

[ft 3 5 3 ] 



CI o 




HPLC#» (#) : 4.10; 
Mass : 516 (M+H) + 0 



[0 5.10] 

mmm 6 os) 

(2- (4- (N- (3, 5-^n07i-^M-^ — N — (3-^ai 



2 3 3 



ffiSE# 2003-3027720 



#2 002-291137 



[ft 3 5 4 ] 



O 




H P L CftftM$ra (#) : 4.30 ; 
Mass 7 s - # : 532 (M+H) + „ 



[0 5 11] 

jjl6 (9 9) 

(2- (4- (N- (3, 5-^b^t/7x^;i/^-;i/) -N- (3 
[ft 3 5 5 ] 

O 

V 

OCH 3 

HPLCWI (#) :4.06; 
Mass : 524 (M+H) + „ 

[0 5 12] 

mmm 6 ( 1 o o ) 

(2- (4- (N- (3, 4, 5-h'J^h^i/7i-;^;i/^) — N 




2 3 4 



ffi|E#2 0 0 3 




HPLC«SrBfW (#) :3.97; 
Mas sf-f :554 (M+H) + „ 



[05 1 3] 

mmme d o n 

(2- (4- (N- (3, 5 -2>'*^;i/-4 -fc: Kn* ^7iX/l/*M-^) 
-N- (3-7x-^D^) T ^ J 7i3) 7il^) lEgft 

[ft 3 5 7] 



o 




HPLCit^ (#) :3.95; 
Mass 7^-# : 508 (M+H) + „ 



[0 5 14] 

mmme a o 2) 

(2- (4- (N- (2, 5 -^7;i/^-n-4 -^nn"73i-;i/^;i/^n;i/) - 



2 3 5 



ffiSE# 2003-3027720 




HPLCJMtWM (#) :4.18; 
Mas : 534 (M+H) + „ 



[0 5 15] 

mmm 6 (103) 

(2- (4- (N- (2-*nn-4, 5-p7JV*U7x.-)l%;\,tf=L)l) - 
[^3 5 9] 




HPLC#^|S (#) :4.16; 
Mass "r- # : 534 (M+H) + „ 



[0 5 16] 

(2- (4- (N — (2-*nn-4, 5-y^h^j/7i-;b*;i;to) - 

N- (3-7x-^Qbf;i/) 7^7*^;!/) 7i-;i/) 7i^b) f| 



2 3 6 



ffiH4t 2003-3027720 




mmm e (105) 

(2- (4- (N- (3, 4 -p* h^e/7i-;i/^j;i/3j<-;i/) -n - (3-7 

Wfc 3 6 1 ] 



o 




[0 5 1 8] 

mmm6 a o 6) 

(2- (4- (N- (4 -^nn7i^ ;i/^^;i/^;i/7K-;i/) -N- (3-71 



2 3 7 



miE# 2003-3027720 




HPLC««rH?ra (#) :4.21 ; 
• Mas s-?-* : 512 (M+H) + D 
[0 5 19] 

mmm e hod 

(2- (4- (N — (3-^DD7x-Wf^M-;i/) — N — (3-7i 

n;b^nif;i/) 7 ?x^;u) 

[ft 3 6 3 ] 



CI 




HPLC«»HIB (#) : 4.18 ; 
Mas s^-* : 512 (M+H) + „ 

[0 5 2 0] 
mrnWB (10 8) 

(2- (4- (N- (4-^b^i/7i-^^W-^) -N- (3-7 



2 3 8 



ffi^# 2003-3027720 




HPLC«^ (#) : 4.05; 
• Mas s<r-# : 508 (M+H) + „ 
[0 5 2 1 ] 

mmm e c 1 o 9 ) 

(2- (4- (N- (4 -^-^;i/^ai~;i/^^;i/*;b7j<n;i/) -n- (3-7i 

Ut 3 6 5 ] 




HPLCHil^ (#) :4.16; 
Ma s s^-* : 983 (2M+H) + , 492 (M+H) + „ 
[0 5 2 2] 

mmme (no) 

(2- (4- (N — (2, 5 -V7)\,*W7^=L)\,%)\,i$=L)\,) -N- (3-7 



2 3 9 



ffi!E# 2003-3027720 




HPLCfiWfcW (#) :4.07; 
Mass 7=-* : 508 (M+H) + a 



[0 5 2 3] 

mmm e gin 

(2- (4- (N — (2, 3, 6-h'j7;i/tn7x-;i/^jM-;i/) -N- ( 

[ft 3 6 7 ] 



F O 




HPLCWi (#) :4.09; 
Mass -5 s —* : 518 (M+H) + „ 



[0 5 2 4] 

mmme (112) 

(2- (4- (N — (2, 4, 5 - h U yjlXU? JV) -N- ( 

3 -^ji-^^ntf;!/) y^y*^;i/) 7i-^) 7i_^) ihk 



2 4 0 



ffifflE4# 2003-3027720 




HPLC#«M$|W (#) ,: 4.11 ; 
Mas sf-^ : 518 (M+H) + 0 



[0 5 2 5] 
^M6 (113) 

(2- (4- (N- (4-* h*ri/y -N- (3-7i-^ 
Ut 3 6 9] 



o 




HPLGUM (#) :4.03; 

Ma s sf-^( : 987 (2M+H) + , 494 (M+H) + „ 



[0 5 2 6] 

mmw6 (ii4) 

2- (4- (N — (4 -*?7Jl*U* b^i/7i-^^M-^) -N- (3 - 



2 4 1 



mU# 2003-3027720 



#2002-29 1. 1 37 

lit 3 7 0 ] 



O 




HPLCttttlftm (#) :4.03; 
Mass : 546 (M+H) + 0 



[0 5 2 7] 

mmme (115) 

2- (4- (N- (2 -i??;v*u*h — N — (3 - 

lit 3 7 1] 



o 




HPLCWi (^) :4.01; 
Mass f-* : 546 (M+H) + 0 



[0 5 2 8] 

mmme die) 

2- (4- (N — (2-^h^^-5-!?Dn7i-;w^-;v) — N — (3 



2 4 2 



2003-3027720 




HPLC«#B5fra (#) :4.07; 
Mas s5=-# : 544 (M+H) + B 



[0 5 2 9] 

mmme (in) 

2- (4- (N — (2, 5-^^nD7a:-;i/^;b7K^;i/) -N- (3- (4- 
[ft 3 7 3 ] 



o 




HPLC«» (#) :4.15; 
Mas : 548 (M+H) + „ 



[0 5 3 0] 

mmm 6 ( 1 1 s > 

2- (4- (N- (3 -^f^7i-^*;i/^ ;b) -N- (3 



2 4 3 



ffiIE# 2003-3027720 




HPLC##l$ra (#) :4.13; 
Mass : 524 (M+H) + 0 



• [0 5 3 1] 

mmme (i 1 9) 

2 — (4 — (N — ( 3 , 5-i?^nn7x~^M-^) -N- (3- (4- 
[ft 3 7 5 ] 



O 




HPLCTOS (#) : 4.24; 
Mass t 2 -* : 548 (M+H) + „ 



[0 5 3 2] 

mmme (120) 

2- (4- (N — (3, 5 ;i/jtj;i/3tf:±;i/) -N- (3- (4 



2 4 4 



miE#2 003-302772C 




HPLC#SN*|S[ (#) :4.01; 
Mas s-^-* : 540 (M+H) + „ 
• • [0 5 3 3] 

mmme (121) 

2- (4- (N — (3, 4, 5 - h U * h^2/7i-;i/*;i/JK— -N- (3 

- (4 hdp^^ain;!/) ^ntf^) y^y*^;i/) :7x-;i/) ^Jt#^ 

Hb3 7 7] 



o 




HPLCiiH^ (^) :3.92; 
Mas s^-* : 570 (M+H) + , 



[0 5 3 4] 

mmme (122) 

2- (4- (N — (3, 5 -t Kndpt/-7x-;i/^j;i//if-;i/) - 
N- (3- (4 hdp^^a:-;^) ^ntf;i/) T^*^) 7i-^/) £jg> 

§§8 



2 4 5 



miSift 2003-3027720 



#2002—291137 

[ft 3 7 8 ] 



O 




HPLCM^ (^) :3.90; 
Mas s^-* : 524 (M+H) + „ 



[0 5 3 5] 

rnmm 6 (123) 

2- (4- (N — (2-^DD-4, 5-^7MD7x-^jl'!K-A') -N 
- (3- (4 h^rt/7x-;i/) ^Dtf;i/) T^/*^;i/) 

[ft 3 7 9 ] 



CI o 




HPLC#«N$|ffl (#) :4.11 ; 
Mas s5*-* : 550 (M+H) + 0 



[0 5 3 6] 

mmm 6 (124) 

2- (4- (N- <2-#nn-4 f . 5 h*ri/y Ji-JltiJV-tf-JV) — N 

- (3- (4 h^r$/7x-;i/) ^ntT^) T3y**7l/) 7x-jl/) 

2 4 6 tfifiE4# 2003-302772C 




HPLCfiHSNUfia (30 :3.96; 
Mas s^-* : 574 (M+H) + „ 



• [0 5 3 7] 

mmm q (125) 

2- (4- (N- (4-^nn7x-;i/^f^^-^) — N — (3- (4- 
* h^S/^x— ^ntr;i/) y ^ 7 713) £B^n 

[ft 3 8 1] 




CH 3 



HPLC«j$^ (#) :4.15; 
Massr-^: 528 (M+H) + . 
[0 5 3 8] 

mmm e (126) 

2- (4- (N — (4-^h^ri/7i-^f;i/AM-;i/) -N- (3- (4 



2 4 7 



tBIE4# 2003-3027720 



[ft 3 8 2 ] 



#2 002-2 91137 




HPLC#J#B3M8r (#) :4.01; 
Mas s-5*-# : 524 (M+H) + a 
[0 5 3 9] 

mmm 6 (127) 

2 - (4 - (N- (2, 3, 6 - h 'J 7Mn 7 x^A^ tob) -N- (3 
[ft 3 8 3] 



F O 




HPLC«»«rHf (*) :4.05; 
Mas sf-^t : 534 (M+H) + D 



[0 5 4 0] 

h^f $/-N-^^;y (3, 4, 5 - hu* Ki/7x-;v) #;i/5j^-!J-^ 

K 



2 4 8 
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[it 3 8 4 ] 



CH a O 



CH3O 




^OCH 3 



3, 4, 5- b V* h*S/&M&m (3g) 0^fln«> (15ml) m 
2.15g) <DP?UU**> (15ml) mW.K, T;H*>#H^CT> 0"CT#e> 

i?3o^i#bfc„ Ri&m&Qitt&inz.. snif^t'iffiifc. *m^i 

= 4 : 1-1 : 1) jctoTwasu skTam&m&m't&m&it'&to 0.41 « 
) 

T L C : R f 0.31 (/\df1J-> : H^:r^;i/= 1 : 2) ; 

NMR (CDClo) : 8 6.98 (s, 2H) , 3.89 (s, 3H) , 3.88 (s, 6H) , 3.60 (s, 3H 
W ), 3.36 (s, 3H) 0 
[0 5 4 1 ] 

##M5 

4 -7^=L)l- 1 - (3, 4, 5-h'J^h^ri/7x-;i/) 1 
Cft3 8 5] 




OCH 3 



2 4 9 



mU<& 2003-3027720 
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&mM4x*mi&isfc<t£&m o o omg) ©fb^t: ko77> (5mi) m 

IKK:, 7)vzSym&%T. oict*iM(Z)3-7i-^nt;;i/7^j/'?A^a 
7>fK'fh7tKn75>M (6ml) fe^feo SJSa^S:M"e2.5 

(1.05g) 

T LC : R f 0.63 (^^y : MfBfcx^^/= 1 : 1 ) ; 

NMR (CDCI3) : 8 7.35-7.15 (m, 7H) , 3.91 (s, 3H) , 3.90 (s, 6H) , 2.94 ( 
t, J = 7.2 Hz, 2H), 2.68 (t, J = 7.2 Hz, 2H) , 1.85-1.68 (m, 4H)„ 
[0 5 4 2] 

2 - (4- (2 - (3, 4, 5 - h U ;* h^i/7x~;i/^;i/Jif^;i/) -4-7i 
[ft 3 8 6 ] 




##$J 5 T?ggjt Ltcfc&m (200mg) ©fh7tKn77> (1ml) m 

jftic, r;i/^>#H^.T. o^t-n, n, n\ n", N M -/^>^^^;i/^x^ 
>f v^ntf;i/T^ > (6i0/ti) £2- [4- i-fu=E^^jv) 

(293mg) ©fh5H YHV^y (1ml) »?|fc«:in*.fc. 



2 5 0 
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- (^\^r-9-> : mm^)^= 5 : 1 — 1 : 1) K«i:oT5fii$gU J^T©# 
tt^SSr^i-S^Wft^ (1 5 3 nig) 
T L C : R f 0.17 (s\*cVy : mWt^A/= 3:1); 

NMR (CDClg) : S 7.87 (dd, J = 7.8, 1.8 Hz, 1H) , 7.42 (m, 1H) , 7.30-7. 
05 (m, 9H), 6.97 (s, 2H) , 6.91 (m, 2H) , 3.90 (s, 3H) , 3.80 (s, 3H) , 3.79 
(s, 3H), 3.76 (s, 3H), 3.63 (m, 1H) , 3.06 (dd, J = 13.5, 8.1 Hz, 1H) , 2 
.82 (dd, J = 13.5, 5.7 Hz, 1H) , 2.67 (m, 1H) , 2.55 (m, 1H) , 2.08 (m, 1H) 
, 1.90 (m, 1H) 0 

[0 5 4 3] 

mmms 

2- (4- (2- (3, 4, 5 - h y * hdp2/7x-;i/^j;i/Jif~;i') -4-71 
iih3 8 7] 




TLC : Rf 0.35 (P9UU**y : *#y-;i/=9 : 1) ; 

NMR (CDClg) : 8 8.19 (dd, J = 8.1, 1.8 Hz, 1H) , 7.44 (m, 1H) , 7.32-7. 

10 (m, 8H), 6.96 (s, 2H) , 6.93 (m, 2H) , 6.63 (d, J =8.4 Hz, 1H) , 3.90 ( 



2 5 1 



ffiSE# 2003-302772C 




#2 00 2-291137 



s, 3H), 3.80 (s, 6H), 3.65 (m, 1H) , 3.10 (dd, J = 13.5, 8.7 Hz, 1H) , 2.9 
0 (dd, J = 13.5, 5.4 Hz, 1H) , 2.80-2.55 (m, 2H) , 2.20 (m, 1H) , 1.92 (m, 
1H) 0 

[0 5 4 4] 

mmm s ( 1 ) ~ s c s ) 

3, 4, 5 - hU^ h^r^Sf 3- 
7x~;i/^ni^;i/V^^t/^A^n^-f Ftfrltmm-t&fc&m (Grignardf^ 
) 2- [4- (zru***M £M.^rM&fci l *ttm-t2>'<>t? 

[0 5 4 5] 

iiis (i) 

3- (2- (3, 4, 5 - h V * h^rS/7x-;i/*;V7j<-;v) - $-7 3L~fyK 
Ut3 8 8] 

o 




TLC : Rf 0.43 (*??UU*&y : *#>>-;i/=9 : 1 ) ; 
NMR (CDClg) : 8 8.19 (dd, J = 7.8, 1.8 Hz, 1H) , 7.45 (m, 1H) , 7.30-7. 
08 (m, 8H), 7.04 (s, 2H) , 6.95 (d, J = 8.4 Hz, 2H) , 6.63 (d, J = 8.7 Hz, 
1H), 3.90 (s, 3H), 3.85 (s, 6H) , 3.65 (m, 1H) , 3.07 (dd, J = 13.5, 8.4 
Hz, 1H), 2.83 (dd, J = 13.5, 6.0 Hz, 1H) , 2.60 (t, J = 7.2 Hz* 2H) , 1.98 
-1.45 (m, 4H)„ 



2 5 2 
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[0 5 4 6] 

mmms (2) 

2- (4- (2- (3, 5-*?* h3f£/-4 -^^7i-jl/AM-^) -5 
[ft3 8 9] 

O 




TLC : R f 0.43 (^^nD^^> : 9:1) ; 

NMR (DMSO-dg) : 8 12.8 (s, 1H) , 7.78 (dd, J = 7.8, 1.8 Hz, 1H) , 7.45 
(m, 1H), 7.25-7.05 (m, 8H) , 7.03 (s, 2H) , 6.77 (d, J = 8.4 Hz, 2H) , 6.72 
(d, J = 8.4 Hz, 1H), 3.92 (m, 1H) , 3.78 (s, 6H) , 2.87 (dd, J = 13.5, 8. 
4 Hz, 1H), 2.73 (dd, J = 13.5, 6.0 Hz, 1H) , 2.55-2.45 (m, 2H) , 2.01 (s, 
3H), 1.78-1.42 (m, 4H). 
[0 5 4 7] 

mmms (3) 

2- (4- (2- (3, 5-$;* hdf*/-4 -Z^-Jiym-JljjJVtf-n,) -5 



2 5 3 



2003-302772C 




• TLC : Rf 0.61 (*?9UU*#y : S -Jl= 9:1) ; 

NMR (DMS0-d 6 ) : 8 12.6 (s, 1H) , 7.70 (d, J = 8.1 Hz, 1H) , 7.25-7.00 ( 
m, 10H), 6.75 (d, J = 8.4 Hz, 2H) , 6.61 (s, 1H) , 3.90 (m, 1H) , 3.78 (s, 
6H), 2.88 (dd, J = 13.5, 7.8 Hz, 1H) , 2.72 (dd, J = 13.5, 6.0 Hz, 1H) , 2 
.55-2.45 (m, 2H) , 2.22 (s, 3H) , 2.00 (s, 3H) , 1.78-1.45 (m, 4H) a 
[0 5 4 8] 

mmms (4) 

3- (2- (3, 4, 5 - h y ;* h^2/^x— Jlfrfytf—Jl) -4 -7 n—jV? 
lit 3 9 1 ] 




COOH 



TLC : Rf 0.48 (^DD^V : *#y-;i/=9 : 1) ; 
NMR (CDClg) : 8 7.95-7.85 (m, 2H) , 7.40-7.18 (m, 5H) , 7.12-7.08 (m, 2 
H), 6.97 (s, 2H), 3.88 (s, 3H) , 3.80 (s, 6H) , 3.68 (m, 1H) , 3.15 (dd, J 
= 13.5, 8.4 Hz, 1H), 2.92 (dd, J = 13.5, 6.0 Hz, 1H) , 2.77-2.52 (m, 2H) , 



2 5 4 
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2.18 (m, 1H), 1.88 (m, 1H) 0 
[0 5 4 9] 

mmms (5) 

3- (2- (3, 4,. 5- hV* h3rS/7x-;i/;*j;i/7tf-;i/) - 5 -7xUK 
[ft 3 9 2 ] 



o 




TLC : Rf 0.28 (P>7UU*&> : j*#>>-;i/=9 : 1) ; 
NMR (CDClg) : 8 7.92 (m, 1H) , 7.88 (m, 1H) , 7.40-7.06 (m, 7H) , 7.04 ( 
s, 2H), 3.88 (s, 3H), 3.84 (s, 6H) , 3.68 (m, 1H) , 3.12 (dd, J = 13.5, 8. 
4 Hz, 1H), 2.90 (dd, J = 13.5, 5.7 Hz, 1H) , 2.58 (t, J = 7.2 Hz, 2H) , 1. 
98-1.50 (m, 4H) 0 
[0 5 5 0] 

(4- (2- (3, 4, 5- hU* b^risy^-JUjlltf-jl) -4 -7^-11 

7x-;i/) bf& 

Ut 3 9 3 ] 




TLC : Rf 0.40 (*JVUU*#y : *#7-;i/=9 : 1) ; 

NMR (CDClg) : 8 7.28-7.06 (m, 9H) , 6.95 (s, 2H), 3.88 (s, 3H) , 3.78 (. 



2 5 5 
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s, 6H), 3.62 (m, 1H) , 3.57 (s, 2H) , 3.07 (dd, J = 13.5, 8.4 Hz, 1H), 2.8 
3 (dd, J = 13.5, 6.0 Hz, 1H) , 2.67 (m, 1H) , 2.55 (m, 1H) , 2.16 (m, 1H) , 
1.87 (m, 1H) 0 

[0 5 5 1] 

mmms (7) 

(4- (2- (3, 4, 5 - h U ;* b^risy x.-JV%)]/tf-Jl) - 5-7x-^ 
^y^-JV) ~7 X.—JV) WW. 
[ft3 9 4] 



O 




TLC : Rf 0.19 (i?^Dn^>: *#y-;i/=9 : 1) ; 
NMR (CDClg) : 8 7.30-7.05 (m, 9H) , 7.00 (s, 2H) , 3.87 (s, 3H) , 3.82 ( 
s, 6H), 3.60 (m, 1H) , 3.57 (s, 2H) , 3.03 (dd, J = 13.5, 8.1 Hz, 1H) , 2.7 
6 (dd, J = 13.5, 6.0 Hz, 1H) , 2.56 (t, J = 7.2 Hz, 2H) , 1.90 (m, 1H) , 1. 
70-1.50 (m, 3H)„ 
[0 5 5 2] 

mmms (8) 

(4- (2- (3, 5-*?* h*ris~4 - *^)],7 ^-frtJ^tf—JV) - 5-7 

Ut 3 9 5 ] 




TLC : Rf 0.52 (Wuu**y : *#y-;t/=9 : 1) ; 



2 5 6 
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NMR (DMS0-d 6 ) : 8 12.3 (s, 1H) , 7.25-7.00 (m, 11H) , 3.92 (m, 1H) , 3.7 
8 (s, 6H), 3.46 (s, 2H) , 2.90 (dd, J = 13.5, 7.8 Hz, 1H) , 2.70 (dd, J = 
13.5, 6.0 Hz, 1H), 2.55-2.45 (m, 2H) , 2.00 (s, 3H) , 1.75-1.45 (m, 4H) D 
[0 5 5 3] 

• 2- (4- (N- (3, 4, 5 - hU^ h^pj/^x— ;V^7^/Jj<— -N- 



(3 -y ^—jv-JuV)],) y^/;*^;i/) 7i-;i/) 5.0g 

• ^j;i//K^s/^^;i/-fe;i/n-^^;i/^^A (l/i^&I) o.2g 

• ^fryvi7ns/fA (w»aa) o.ig 

■«»Sfi-fe^n-^ 4.7g 

[0 5 5 4] 



^ftS7>^l 0 0 

• 2- (4- (N — (3, 4, 5-bU* h^^7x- JVjUltf-Jl) -N- 

(3 -7xn;i/ynif;i/) T ^ >> 7i-Jl/) gc&#^ 2.0 g 

• h 2 0g 

1000ml 



2 5 7 
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mm] 

mm] en 

Hfci"] 
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#ffffiMO## <$m 2002-291137 

50201490727 

mm* &mm 

is^m m^m.m±m 0095 

#^0 . ¥^14^101 9 0 



<mmmm • mmm> 



[ft*A] 

[Mm*-*] 

[ftSA] 
CftJffiA] 

mmxitmmi 



000185983 

*»A 
100081086 

*^CIP<f»AKB**IA»Hr2TB2»6-» JgP 
100117732 

*]RSPit»AKH**A^«tr2TB2#6# ISP 

'bw mm 

100121050 

*SCfP4»*KH*«A^«r2TB 2#6# 4gp 
J*2fcr/i/7» **ttft*aFffi 



1 
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m m a m m fit m 



KB0#-9 (000185983) 
1. 1 9 9 0# 9£ 20 

ft ffi ^:KASf*R**3feK3IMWr2Tgi#5-9 



l 
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